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y/v, ^i^y^inr::/u, :x y h y T y y /V. ^ i?'y' t:° y i/yw. hyryat:" 
25 y i^/i^. 'I' 5 iJ'^y y y v^y y i^'v'-zu. ^^yyc^/u, ^yy/w. 

^ y y y >'i's -t- y ^ y v^^/w. v? t K d t° y v^/w, h ^ t k p ^ y y 

14 
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i/:=:./lx^ y V? — /W. y 1^ 9=- . •7:r.J^^-y 

^df-i/^— /l^^ =3f- 1?- ^ 7 — /t' , T -If 5^ — , g^T— >'l', t'nyv?::^/^, b° 

a y ::^/L', 5: y v^— /i^. ? ^ y" y -/w. y v^— yw. fc:°7 :/ y -/v. 

;^-^>'V'7Jn y y , t K o y i/)V, 7"h9t Kn:7y/u-, -T^h^t Fpf^^/i-. 
7" n|ig^7 31 — yvj ® •T" ct H ^ S giS -h IS F-^T^agg^^j iHH^-Cfe 

o 

^-^^s^fffetbSo #t^»*b<{*-7^ h9y^^:/-efe5o 



R'-S 

II 




(0)n 
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O 





o 5 o 



r ni T /V =Jf- V- J i: «^ ±13 T ^ n T =3f^ J e> 7X ^ ^ ^ 1 o |^ 

r t' v- a T /V ^ W >' J t « . -hIE r fc' V D T /i' J b ^ b 5- tK ^ <lr 

tTv-i^ci [2. 2. 1] ^:7°^f=-l/:^, f'iX^ni [2. 2. 2] :^ ^ =f- U 
fc-i^-i^n [3. 2. 1] ^ l^^^i^^t^r 

b° y V? >- --r /V ^ y ^ v= -f* , t°D y v?:>v?-f'/v*:^{i 

rry — u-vj tj*. _hK rry— /vj ;5^b:7K*J!gc^^ioi^v^T-r-^5 2 

y' — yvi^-fyu, t° y v= , fc° y ^" >- /i^ . t:° y 5 V? V? -f /I' , 
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;r f- y — , -9- T y — /V /I- , V T ^ — /V- v'^ /W. 

5=-T y — v^-f /u, T T y — /I' ^ , y 7 V? *3 J; tK ^ :t 7 i;? 



r 



v^x t j; f 



10 



L.-C V^X t> J; t"--^ y v?:=^ U- >-J 



i/. T^y. IS; T =3s^ T $ y . Ti//V. /V- ^ 7t {i 15; ^ T =i i/ 



15 



-NR2-X-^ 



x&s^-^s^?* b< u ^ -g- ^ fc y 



N 




C- 

H2 



N 



/7 



\: 




c- 

H2 



y 



* }^ y 



17 



wo 01/37826 PCT/JPOO/08197 

T ^> J; v^o 

*3 J;t>'M3ti"-5;^fe{i, 'N;tfi* Design of Prodrugs, Els 
10 evier, Amsterdam 1985{c:|e<fe$tL"CV^5o 

Fijxf^. ^mmi^iw^^it^"^ ( I ) ;os;?7/pjj?de^ v^^-r it^i^ ( i ) 
15 m^i^. :^^m\^%^it^i>^ (I) ^v/^^-rs^'&f*, -N^f^^fi^-a- 

o 

:^^m\^%^ih^^ (I) ;jST 5 y ^^-rs^-^j^. -ft-a-i^ ( i ) <^ 

{i V ;^ *3 J; i>* h 9 >^W(D\^^-rfi^ %.^tPo 

18 
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[ Y = C O N R CO^M^l 



p2 



R^QN-X-COaH 



1 



R'HN-Z 2 



XflA 




R 



(l-A) 



(l-B) 



Sir IB i ^ X* 5 ) 



i L T h 9 



tKa:77:^, ;^ ^ /L' Jf: T 5; F , ^ ni — 7^ , n d p{ , h 

az^yw, i^^:7'^/v. -svi^^-. ^•:f^^^^ v?;^^-!?-^, T-feh^-. T-th— h 

n ;as 2 -C 3b -5 'fb -a- ( I - A) ;5S#fetb5o ^IS <b bT«7" f>9t Fn^^^-. 

v?^ ^/WjJ^yW A T 5: F. 5^ — ^ v^i^' D o ^ ^ KyUa:^'^ ^ >^ -fe' 



^ tb <D ^ ^ ^ ^ ^ pT X' 5 o 
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h?>^t^i^ (i-B) ^ t Rjt^0ii'¥n±v&T.UB tmmx'h^o 

5 nm-cx'^btifc^t^m (I-B) ^nm{^2:'om^tRii:^KH^ti-£. n = 2-C 

^^it^m (I -A) i!)^nhf\^^. ^>fk^J i bXfim- ^ n aig^m#ie. iiS^ 
ye^A, ig-^ ^;^f ^S?:^; y ^> A^^f^ffi1-5 r i: ^s-t?^ . SJ^^Ji 0 5 0 'CT- 
10 /Ixoi — iS' CI n ^ >^ , -^Vif^^, ^^ei^UV, l^-^u^^-^l^^ 

^cin/t;/WA. fp^oi^/w, i^l?:7'^/v, ^v^^i^. ---^^ i^:^ 



7^ n^i^-r /w-CfeS^-g-iCJi, -fb-g-il^ ( I - A') *3 j;tK ( I - B') fiTtScD;^^ 

R^HN-QjJ-COOR ^ ■ R -S''N>rVcOOR "lEsT g O"" 

O 7^ 8 




1 

R 



O ^ d7 XS D O O R' 



X|S F R 

(I-B') (l-A-) 

20 Xf^C 



20 



wo 01/37826 



PCT/JPOO/08197 



o°c~ 1 0 o°c-C'^^~^+B#^Sii:^-Brtu{i J:v^„ 

X@ F 

r^Rii^^-arx^b'^ife ( I - B') tr#5„ iftiiSi \^xnm^\-i^ ^ / 

t°y v^-f y tVi-aif^yvT 5 ^^'ft:-:^ h y ??-i>.. y 

^yv, ^zf^Z^. T-feh:^. T-fe: h h y /V, ^ 7 — 

20 'fb-a-ife ( I - B ' ) ^±|BXgD i m^t^^iS^^-^-C-ft-a-^) ( I - A' ) 
C Y = N R C O 
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O 7 

X 11 . 

R^HN-X-NHR^ Jtjfl R^HN-X'^Y^ 



10 



r2 

Rl-S02-Hal 4 ^V'^^X'''^^ 

6% o 



12 



XII B 



O 



(l-C) 



6 ° 



(l-D) 

5 ^tbixyt'fb'g'!^ 1 2 i^±|BX^B i n = 2 -CfeS-fk-a^fe (I- 

C) ^#5o 
X@C*3 J;t>'X^D 

X G -e # 'ft: 1 2^, XlSXfSCfc" J;t>*X@D i (p]#fc:SJi:$*r 

'fli'g'^J (I-D) ^#S:i<t1j-C#5o 



10 



[Y = OCONR (D^-g-] 



R^HN-X-OH 

13 



OCN— z 14 



R^HN 



o 

IS 



R^-S-"^' 

It 

O 



5 1 

-^s>x^V\ 



16 



X^H 



o o 



R 

(l-E) ° 



-fb-^i^ 1 3 <!: 
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0^{;i#.5^b-a-fe (i-E) i 5o 

10 Y^SC S N R 7 ^fc{* N R 7 c S X-foS'fli'g-i^ (I) ^ ^ig-T S « ^ -h 

l5(D;^i!fe(DV^-rtu;0^X^^igL;rcY^scoNR 7^/c{iNR CO-CfeS'fb'^^ 

( I ) i: a — y (Lawesson' s reagent)* fc fiiSft-ft; 19 

A/ ii a ^.e it I® 't' s 3 o°c~ 1 0 0 °c-e^:9-~^B#WSJ^:; $ -ars ^ t iciJ; ^9 # b 

15 /WoLw-T^/w^ v^i^ a o p< h/Uoo^ -~«:^-1fi^, =3^^/!^:/^ i^^ a ^df-i^ 

^=¥-!f>'. ^?cIc^/}^/^A. i^^oi^/v, v?:^ 



^ - /V df^ /V jj< — /I' , -i^V T =i =¥ * — /V , T — ^MlT JV =i 

^ iy :^ ;v =. , ,h V T /i^^^ui^ V iS ^ T ^ /V' ;^ 2jx — /V . /^d^yig;^ 
T dir /I' ^ /V' — /'V s T y — /WJ:^/^/^;^/^. -(£ ^ T ^ ;?7 — . T y — 

23 
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v-u-:/, a ^df-1^ ^nn/jN/WA, ft^oi^^/U', itM:/^/^^ 

^^'^J'^', T-fehv, T-fe h — h y yu^s J; o^^tt b ®M 

-^^j|^^;6S^^ pItgX'fc 19 , i^Sirb-Ctit K^-:^:^, fc°yi^^, TKM^ti- h V 

10 ^ ( I) ici3\,^x 

R 1 /jS^tt^'tb^^a y^^'-eetfe^tt-CV^-C ^) J;V^^^i6[3~l 0 (D T ^ it 
5 ~ 6 CD i/:;^ D r 5 (i^iT, R 1 R 1 - 2 -efe S i: fS) 

15 it^!^. 

R 1 ^S/M3 ^'veg^S tb-C V^X t> J; 3 — 1 O COT ^i-^/i-x-h^ (WTs 

R 1 ;iSR 1 - 3 -e&5 it^m. 

R 1 y tVw:^ /cfi t -7^^/i--Cfe5 (iJ^LT, R l R l - 4 Xfe 5 i: i" 

20 

R 2 ^S7X^*fc{i;^^^ 1 ~ 3 ©Tyl'^/U-e&S (UiT, R 2 ;aSR 2 - 1 -C&5 
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®- 



10 ^i^^'. e^S^WbTV^Tt J;VN^ai — i^:^, ams^^ btv^T t> J; 



(5> 
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u^t) L< — u^-CfoS X;isx- 4-e&s <t-r'5) i\:,^m. 

5 x;isx- 6 r-fcs i-rs) 'fb-a-'^. 

Y;iScONR7^ CSNR7^:fe:fJNR7cO^/c{iNR7cS-efo<9, R'^^S 
10 Y;6SCONH. CSNH^fc{*NHCOX*fe5 (i^JLT^ Y -b^Y - 2. ^ ^ h ir ^) 

1 trfeS i:-r 5) ih^^. 

Z^S- (CR8r9) r-W- (CRIOrII) s-V 

[iClft^, R^, r9, R 1 0 *5 J;t>'R 1 1 U-C7K^*fc{4teJST/w^ 
/WT^fo<9, 2Ji;^_hCDR8^ r9, r 1 0 io J: T>'/ * « R ^ ^ i" 5 <t ^ . 

20 ^^<DR^ ^ r9, r1 0*3J;t>*Rl l{4M^<fco-CV^-C't>j;<. Wttm^-a-> O. 

V^-Cfc, J: o^itS-Cfo 19 , r {4 1 ~ 4 (DM^-Cfe <9 . s {4 0 ~ 4 CD 

25 fcS] 

X-$>5 (i^-^T^ Z z - 2 -CfcS <k -r 5) it^m. 

26 
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Zifi- (CH2) r-W- (CH2) s-V 

^ue^/u-vh t) ^ vfi^tb^'ttM^S^* urv^r^J«fcv^Ty — * -t" □ m 

5 Tyw=3f.yw^ #X T =^ . T /K^ — . T 5: y . ISM T /l- T ? y . 

ry— /W) X'fc!9. r 1 ~ 4 ©S^-efe «9 ^ s }i 0 ~ 4 ©S^X'fcS] 

(giT. z z - 3 r*fcs i -rs) -fb-g-^^. 

Z;0S-(CH2)r-W-(CH2)s-V 

/i^ =3s^ T 5 y ) x-h\). r 1 ~ 3 cD^^-efe •? , s « 0 s i^cfi 1 -efc 5 ] 
■cfcs (jJATx z z - 4 -cfcs i i-s) it^m. 

^v', ;^7yW/K=^v'^ -(£ #S T /w =1 ^ v- ;<7 — , V T y io J; t>* / S fc {S 3^ 

ndf-v/. M T =J ^ , /J? i/ , ^WlT =1 ^ "iy .)V :^ =. ;V ^ -tS^T/U 

v' D r /V ; iy D T iy ; T ->- yv ; -(£ ^ T yw yw 5^ ; ;f7 yw 

25 yw ; -(£ T yv =^f^ yv yv ^-^ ^ ^ yi' ; a T yw ^ yv ;«7 yv ^ yv ; t: Y ^ 

iy^ 5 y ; 
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g^S^WUTv^r^jiv^T^y Cl :ix-m^& t n^mr i^m^ti 

-(£ ^ T ^ /I' /'V' — /V- . T y — /W*3 J;t>'/'*:fe{i>'ic— yV-) ; 

5 J; V ^ 31 — /V ,• 
^S ift T /V :^ :7 >f ri/P ; M T /V /U- /I' 7 r"^-^ ; v-^ D T/W^^f >'V'^ 

7 r ^ '1' /'i^ : 

= h n ; v-T y ; T/W=¥ >• ^ ; ■tSSi T /W-CS ^ $ tt T T t J: 

i fc F D ; y >^ h ; a y >• ; -(g^ T ^ ; V li' n T ^ /V ; 
^7'/V'=' v' 7V /}? /U- ; T iXyW;T 5! 7 ;^SMT/W=i cJ?- T 5 7 ; 

^< ^ yV ; =3^ y ; ^ yW ; M T yV = =3^ :^ yl^ ; a -if y -7 itl :=. 

'|g;^Ty^=^y^X'g^fe$i^"CV^-CtJ;V^^•x^^i7y^/J^ — yw] 

-cfcs (£AT> z z - 5 -c&s t-rs) ^b-a-ifes 

(r. ^tr^Bi^Si {:i n 'J^^ >- ; fc F o =3f. ; y^ayf b Fd ^iy, {g^Tyv 
20 =1 df- yw 4? yw , i/T y *3 J: t>*/ S :7 a; — yVX^gJ^ ^ ixT T ^> i V^^£ 
MTyu=^yw ; ig^STyu =i ^ ^yf] jv if^ =• ;v ^WlT }V ^ ~ ?v ; u >■ , ^B.T 

^ -(g ^5 T y V =1 ^ yw c:^ yu , ^ a T yu # yvis J; tJ^ / 4 {4 ^ n gg 
5tS-t?M^ $ ti."C v^X t J; V ^ iS r yw =1 =¥iy.; v- iJ' n Tyi'^yv ; ^ a Tyw^ 
yi':*-=¥i/ ; T v^yu ; iS; M T yu =^ yu ^ ; i/yv/^^-Y yV ; M T yw yw yv ^-^ 
25 yv ; ^ T yv =3?^ yv , fc F n a?^ i>"|S M T yv =3f yv , TVyv. -(£ T yw =¥ yu ;^ yu 
— yv*3 J;t>'/*/c{4 7a:— y^•X'g^^$^^-CV^X ^> J;V^T 5: y y>nyi^, i/T 

28 
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J , -7 31 /V *3 J: t>V * {i 7^ t2^^S-CgJ^$t^-CV^Tt=fcv^:7rc^yV; 
-(£ M T =¥ ^ 7 r ; ^ viT jv:^ /vy 7 ^ ^ ;v ■ — h n ; T 

^ U- > -v^ ^ V ; ■(£ ^ r /U- -e g ^ ;j^ T r J; V^ :x yV- T y ; 31 y 
^ ; ^ y ; t K o dr i/, >- , '^U.T JV^ ;V ^ ■IS ® T yw =1 yW /J^" 

5 c^yu, T 5 y . ;«7 yu * yv- > 37^1:^ yu, x>ayy:73i— yv, ---v"n^5(:S*3 

feS (iiiT, Z z - 6 -cfeS t it^m. 

10 ( r r. -eg^S i y> a ^^^^ >- ,• a ^" , t K D v- . IS T yv 3 =¥ yv 4? 
= yi'*3j:i>'/-$fe{i7ai=iywt?gife$ti.rv^-C*>J; v^jg^Tyv^^yv ; ^ ^'i^ 
*3 J; fcfiiXi^' n ryw=3e/WT-gj^$ ttr V^r t> iV^e^Tyw^j : v'ri' 

0 T yv ^ yw ; a T yv ^ df- ; T v-yw ; {£ T yv^ =3f- yv ^ ; M T yv ^ 
yw yp ^-^ ^ yw ; -tS ^ T yw df- yi> , t K n M T yu yv , T v-yi^is J; tK/ :i 

1 V ^ :7 31 yW ; >- iJ' n T yU yW yV ^7 7^ ^ ^ ; T yV' >^ ^ iy ; -7 J 

iSfSTyw^yw-C^g^^tuXV^X t> J;V^^y^A)^ y rriyi^'b L< {i^yv* y y ; fc K a 
^v', iSfSTyv^^e/v^, ■|g^Tyi'=j ^iy:*ywjj^ — yv, ^'ai— yv, y> a ^y :7 31 ::zyu 
20 *3 J;t>*y*fc^i^=¥y-egi^$;}^-CV^-C t =fcV^l:°^y v^yu ; t KDd{^i/, ;«;yu^^ 

yV*3 J; tNV:S fcf*::^-=¥ y-Cg^^ixrv^r t> J;V^ b°ci y yV ; :7 3i^yVS 

tii-iU'V % v^yw-egJ^^iruTV^T ^> <J;V^ t°^7 i/ — yi^ ; v?fc Ko t° y v^yv ; n 

V^-Y 5: y yv ; t:°7 y y yi^ ; ; v=T y y yw ; :7 y yv ; :*-=¥-y- y y 

25 yw ; y ;^-=3s^i^y y yu ; iSJ^Tyw yv*3 j; tJ^y fc ^ ;c c^yv-Cgife ^ tbT T 
J; v^■7" h 7 y y yw ; F y ^yi' ; -Y K y y^ ; ■T' h 7 t F n c^?^ y y yw ; ®M 
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X v->v" h 7 fc K n y y ; y xM^$ tl-cv^r % j; v^^:/y ^ 

^> ; -7" h 9 t K D t° 9 — ^ ; h 9 t K d 7 y /W;*-^ ; ffi#&T>'W=¥>'l' 

yv^/v. ^^ n ^^'V e ® T /U /U . {g T /v =i ^ iJ' n T ^/U:^ ^ , '(g 
«i T /I' /V -'^ ^ /I' X ^'ai— /w. ig r /i^ /w ^ ^J^ y y *3 J; i>* / :S ^ 
10 7" h ^ b K CI V) -Cfc 5 (;iI.T. Z z - 8 -efc 5 t -r -5 ) -ft^-a* 

ndf-i/, jg^T/w^/w, /^ D y y -(g^T/u^^/w. -(gfST/vni ^ iy, y/w:^y°h, 

20 Tv'ryy/i'. fc;°yv?/w, t°y^>y— t°9v^— hyrv?— yw. F y 
yw. y-r > F y yv. -f^Fy— y^. -Y y-r ^ F y ^yi^. ^ ^5^' y y yw s ^^^y 
yi^. ^>'X:*-^ify y yv, =r^=-f^. -^^-y^ry y yu. -o-y^^ 
ryy— yw, ^^-y^Tv^ry y yw. =¥yyyv, •Yy^yyyi'. v?b Fa^^-y 

^yyv. ;^7yv/^y y yw. T ^ y v?::^yv:i 7t y 7 y yv ( «=. ^ Xg^S i 

25 igf^TyudpyV' ; ^^ n ^ y ^g^Tywd^ ; ^gi^Tyu^ ^ ; T yv =i =3?- yi, jj^ 
=:-;V ; T v-yW ; <gMTyW=J V yV 4? — yV- ig ^ T yW ^ yw y yW;?; y h ; ^ti^ 

30 
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p y -CM^ ^ tbt V> t <t V^ 7 -f- -7 JV , 7 — ^ "fc L < 

U7 ^/ ; 7 y ; c:^ h a ; :t ^ V ; id X ^ X ^ fc n i&BT /U ^ jUX^M^ ^ 

■^>y^Tyy/v (r: cx-gi^s-t {i^sMT/w=¥/u. ^>ayy(g:^Tyi'=¥/'L', e 

'i&.m.T ^ ^ :^ y y *3 J; t/;^df- y ^ 5 ^> ^ 1 



10 Jh®S) -efcS (iitT. Z;5Sz-l l-Cfe5<tt--5) it^^. 

o*a^^fc>-^ (X, Y, z) ;OSi^T®*a^^fc'-ti:"efcS'fb^i^^ 





(X, 


Y, Z) = 


(X-3, Y-2, Z-l) , 


(X-3, Y-2, Z-2) , 


(X-3, 


Y-2, 


Z-3) 




(X-3, 


Y-2, 


Z-4) 


, (X-3, Y-2, Z-5) , 


(X-3, Y-2, Z-6) 


, (X.3, 


Y-2, 


Z-7) 


15 


(X-3, 


Y-2, 


Z-8) 


, (X-3, Y.2, Z-9) 


, (X-3, Y-2, Z-10) , (X-3, 


Y-2, 




Z-11) 


















(X-3, 


Y.3, 


Z-l) 


, (X-3, Y-3, Z-2) , 


(X-3, Y-3, Z-3) 


, (X-3, 


Y-3, 


Z-4) 




(X-3, 


Y-3, 


Z-5) 


, (X-3, Y-3, Z-6) , 


(X-3, Y-3, Z-7) 


, (X-3, 


Y-3, 


Z-8) 




(X-3, 


Y-3, 


Z-9) 


, (X-3, Y-3, Z-10) 


, (X-3, Y-3, Z 


-11) , 






20 


(X-4, 


Y-2, 


Z-l) 


, (X-4, Y-2, Z-2) , 


(X-4, Y-2, Z-3) 


, (X-4, 


Y-2, 


Z-4) 




(X-4, 


Y-2, 


Z-5) 


, (X-4, Y-2, Z-6) , 


(X-4, Y-2, Z-7) 


, (X-4, 


Y-2, 


Z-8) 




(X-4, 


Y-2, 


Z-9) 


, (X-4, Y-2, Z-10) 


, (X.4, Y-2, Z 


■11) , 








(X-4, 


Y-3, 


Z-l) 


, (X-4, Y-3, Z-2) , 


(X-4, Y-3, Z-3) 


. (X-4, 


Y-3, 


Z-4) 




(X-4, 


Y-3, 


Z-5) 


, (X-4, Y-3, Z-6) , 


(X-4, Y-3, Z-7) 


. (X-4, 


Y-3, 


Z-8) 


25 


(X-4, 


Y-3, 


Z-9) 


, (X-4, Y-3, Z-10) 


. (X-4, Y-3, Z-11) , 








(X-5, 


Y-2, 


Z-l) 


, (X-5, Y-2, Z-2) , 


(X-5, Y-2, Z-3) 


, (X-5, 


Y-2, 


Z-4) 
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(X-5, Y-2, Z-5) , (X-5, Y-2, Z-6) , (X-5, Y-2, Z-7) , (X-5, Y-2, Z-8) , 

(X-5, Y-2, Z-9) , (X-5, Y-2, Z-10) , (X-5, Y-2, Z-ll) , 

(X-5, Y-3, Z-1) , (X-5, Y-3, Z-2) , (X-5, Y-3, Z-3) , (X-5, Y-3, Z-4) , 

(X-5, Y-3, Z-5) , (X-5, Y-3, Z-6) , (X-5, Y-3, Z-7) , (X-5, Y-3, Z-8) , 

5 (X-5, Y-3, Z-9) , (X-5, Y-3, Z-10) ^ fc {i (X-5, Y-3, Z-ll) 

:^mm<DN P Y Y 5 ^mW^iTlMi-^N P Y Y 5 ® M -^"T 5 i-*?^ 

$ fctr. ;^^5^cDN P Y Y 5 S:^{**§i7L3^J«N PYYl*3J;t>*Y2 
-r5^fntt{Ste< . i^V^Y 5^^^t:i^t(^1±^^U-CV^5o N P Y f i tIS -C it '14 

5 Si^flsfsr (Dot 5 ^cef^ffi(-^< P-^ bJ'.ev^^ i ^^£>. ^mskmi\^micm-5< mi 

^j, mum. mm. ^^j, mm. ^y^v^m. )^m%fz.u^ 
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^5=- /Hr /t- D - ^ t Kot ^v'lT'D tVHr/wo — 9 ^ t L < y tr 

t°ay Ki^^. ^^^J i UX{i;i&>'i'/i^=¥->^ ^/v-ir/n^ ;«7 =3?- p< ^ 

15 ^> b < {5^ iJ' a fetbSo ^ <^ S <b U T 11 , ^ ^ o 

f^s ■f^fi, ^?R<D«M^m-g, bfc±X'e^i-S i /O^M* b 

25 ^f*b<{iO. Gl — lmg/kg/HCDlEiart-CfeSo ^ tb ^ 1 0 1 HI ~^ ID 
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mm 

MM 1 -fb^i^ ( I - 7 ) o^i^ic 



1 X 



O OEt 



CO2H 



H2N 



Na2C03 




CO2H 



C5HiiN02 
Mol. Wt.: 117.15 



C13H13NO4 
Mol. Wtl: 247.25 



^mi-hV^J>s (995 mg, 9.38mmol)^7X 30mUC^j5?b. m^T ^ 7 m (1.0 
g, 8.53mmol)<t N-;«7 /W:^ a: h :7 ^ yl^-T ^ K(2.49 g, 11.4 mmol)S: AP x.^ar- 

X^mir?> t @ 1.72 g 1|X^ 82%^^#fettfCo 

iH-NMR (CD3OD) 6 ppm: 1.59-1.77 (m, 4H), 2.34 (t, 2H, J = 6.3 Hz), 3.69 (t, 
2H, J = 6.6 Hz), 7.78-7.87 (m, 4H). 



2 X 



15 




CO2H 



1. (COCI)2. DMF 

/CH2CI2 9 

2. 4-t-Bu-aniline, EtsN <r"vX 




C13H13NO4 
Mol. Wl.: 247.25 



C23H26N2O3 
Mol. Wt.: 378.46 



20 



m 1 X^-e# b tLfc^b-^ifelCl.O g, 4.0 mmol) Sr^aT?>?^' o a ^ ^5? 5 ml(r 
7KJ^T^=^i^y/^^n y K (0.459 ml, 5.2 mmol). DMF trace ^Mx. 

7K(*^-e30^s ^^ax- 3o^s:;S$-^fco ^i^^MJ±Tg* ufffcfc: v?^ n d ^ ^ 

^'Sml^JPx.. 7k?^T 4-:/^/VT::^ y >'(664mg, 4.4 mmol). hyai^/UT^:^ 
(0.564 ml, 4.4 mmol) ^ Ad SM-C 30 ^RJ^^^ ^ -li ;^c=^. Kf&W^ 7}^-^h if :^ 
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1.49 gltK^ 97%-C# fetLfCo 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.27-1.39 (m, 2H), 1.51-1.62 
(m, 2H), 1.72-1.84 (m, 4H), 2.40-2.46 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.76 (t, 
IH, J = 5.7 Hz), 7.12 (d, 2H, J = 7.8 Hz), 7.33 (s, IH), 7.42 (d, 2H, J = 8.1 Hz), 
7.71-7.73 (m, 2H), 7.83-7.86 (m, 2H). 

^ 3 I 



H2NNH2-H20 
" H2N 





C23H26N2O3 C15H24N2O 
Mol. Wt.: 378.46 Mol. Wl.: 

248.36 

10 B 2 JLUX-^tc^t-^a^ (1.49 g, 3.9 mmol) * T /I- = — /V 30 mlic: j^^f $ 

■tir. t i/:^ 1 TkfP^ (0.591 mg, 11.8 nimol)^;!jp x. 50°C-e 3 0#r^S^S ^ 
mm^^^i^ Imol/l NaOH 7KtriP;tg^^^f^/WT'ttttS U 7t „ W'^S & tK^ 

83 %-C'#?>tb:fco 

15 iH-NMR (CD3OD) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.28-1.40 (m, 2H), 1.50- 
1.62 (m, 4H), 1.67-1.77 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.68 (t, 2H, J = 7.2 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 

IS 4 X 





Vs. 
/ oo 




H2N 

C15H24N20 
Mol. wt.: 248.36 

20 0 3 Jim.X-'^ti'ft'^miSOS mg, 3.25 mmol) =lr 7k ?^ T v? iJ' u a > 5 ml 

t^^^^-frs u \i° :is =^ ^ u V K (696 mg, 4.9 mmol). hy^i^/W 
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(494mg, 4.9 mmol) ^;!JP;t^Co SiCIS^Tk?^ T 1 B#P^SC> ^ -B:, SiS^^ 

5 iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.27-1.40 (m, 2H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.69 (m, 4H), 1.77-1.86 (m, 2H), 2.38 (t, 2H, J = 7.2 Hz), 
2.56 (t, 2H, J = 7.5 Hz), 3.12-3.21 (m, 3H), 4.38 (t, IH, J = 5.7 Hz), 7.11 (d, 2H, 
J = 8.4 Hz), 7.36-7.41 (m, 3H). 

10 Mi&M 2 it^!^ ( I - 1 O ) (D-a-^ 



o 




C15H24N20 

Mol. Wt.: 248.36 




Mol. wt: 352.54 



mm 1 B 3JLm.X'"^fcit^^iZ tert-Z^~^/^:^Jl^^ 4 =-JiV^ X2 y F(689 mg, 
4.9 mmol)*3 iU^ h y ^^/WT 5: (494 mg, 4.9 mmol) & X. S l^^l^ {i HM^SJ 

IH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
IH). 

20 



mm 3 \\L^m ( I - 1 1 ) o-a-^ 
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C19H32N2O2S C19H32N2O3S 
Mol. WC: 352.54 Mol Wt : 368.54 

MMM 2 X'%tz.it'B-^(.S52 mg, 1.0 mmol) * T t:' n a ^ 5 ml 

mM^"^. mCPBA (259 mg, 1.5 mmol) ^^JP X.fCo St£ 1 B#F^S^t- ^ ^ 
i^j^b, 1 mol/1 NaOH. Na2S205, tR LlS7jc^M-^ V 

■r S <t i 338 mg i|X^ 92 bti^fco 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, IH, J = 5.7 Hz), 7.11 (t, 2H, J = 8.1 Hz), 
10 7.42 (d, 2H, J = 8.7 Hz). 7.46 (s, IH). 



mm 4 ^t^m (1-72) (d^^ 

1 X.U 

■^COzH MeOH HCI k^cOjMe 

CvHi3N02 C8H16CINO2 

Mol. Wt.: 143.18 Mol. w!.: 193.67 

15 M'^T ^ y M (i^y^W. h 7 i^^#:©M-a'^) (1.0 g, 8.53 mmol) <^ ^ y — 
7.5 mllc:^^ 7K/*^T^^ — a y K (1.0 ml, 13.7 mmol) ^i)Px.SMT' 

20 iH-NMR (CDCI3) 6 ppm: 1.50-2.60 (m, 9H), 3.08-3.36 (m, IH), 3.67 (s, 3H, 
C02Me of cis isomer), 3.71 (s, 3H, C02Me of trans isomer), 8.15-8.55 (m, 3H). 
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2 Xfl 



HCI T 1 6 mCPBA ^s'^-T^ 

CgHieCINOz C12H23NO4S 
Mol. Wt.: 193.67 Mol. wt.: 277.38 



cis isomer 

iH-NMR (CDCI3) 6 ppm: 1.39 (s, 9H), 1.52-1.99 (m, 8H), 2.43-2.53 (m, IH), 
3.42-3.55 (m, IH), 3.69 (s, 3H), 3.85 (d, IH, J = 9.0 Hz). 
3 X 



o"6 k^cojMe MeOH Oo U^-'coaMe 



C12H23NO4S C12H23NO4S 

Mol. W!: 277.38 Mol.m: 277.38 



10 W-Pr T % F (19.4 g, 70.0 mmoK h ^ ^ PfCOM^^) 

^ 7 — 30 ml $ 28% ■i'W'0J>^;^^'7^\- (28.4 ml, 140.0 mmol) 

^Mtl 22 B#r^iSj)ftti# UfCc^i^^g^m^ C2 D 4^/^i^-e#|R La mol/1 HCI 
^7lc^«^TJi# zKii^s pH=3 i: J'.e S * "C^IP x., ^Kil ^ o a -eft 

;as 7.75 g ijX^ 40% T*#e>tL:feo 
trans isomer 

iH-NMR (CD3OD) 6 ppm: 1.16-1.32 (m, 2H), 1.39 (s, 9H), 1.44-1.52 (m, 2H), 
1.98-2.09 (m, 2H), 2.14-2.29 (m, 3H), 3.18-3.37 (m, IH), 3.63 (d, IH, J = 9.0 Hz), 
20 3.67 (s, 3H). 
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4 ILU 

S 3q- NaOH^ '^s-^Y^ 

"^"cOsMe MeOH Ob kJ-'co^H 

C12H23NO4S C11H21NO4S 

Mol. Wf.: 277.38 Mol. Wt.: 263.35 

J^.n ?^ ^/^=^^y" (4.77 g, 17.2 mmol) & / — 95 ml iZ-MM^-^. 1 

mol/1 NaOH (43 ml, 43.0 mmol) ^7Kif^~FmW K.mm.X- — ^m^ V 

5 tc. 5ii^-m^m&Tmmi.tc'^^ imoi/i hci ^7X?^T«^b^^^se,^ ph=3 t 

^ (^dS^-t^^-g^j^aL^^P) -f-S i , B 6<3 #J © /Ix- 3}^ ^ 4.20 g i|X^ 93% "C 

iH-NMR (CDCI3) 6 ppm: 1.18-1.35 (m, 2H), 1.39 (s, 9H), 1.46-1.63 (m, 2H), 
10 2.01-2.14 (m, 2H), 2.14-2.32 (m, 3H), 3.18-3.35 (m, IH), 3.80 (d, IH, J = 9.6 Hz). 

B 5 X?l 

1)(COCI)2. DMF / ^ 
O O k^"^c02H CH2CI2 S '^N^ 

C11H21NO4S C23H57N3O4S Sf° 

Mol. wt.: 263.35 MoT. Wt: 451.62 ' 

J^. ijSf /K ®? (5.86 g, 22.3 mmol) ^ S^fi-C iJ' P P ^ >- 88mUc:j§^$ 
7K^«^T:^=^■^^ y D y K(2.34ml, 26.7mmol). MMM<D BMF ^APx.. ^ 
15 ®-C 1 B#r^«# bfco ^^^i^i£T@* n n p< ^ 115 ml ?lr;!JP;t. M 

y ::/(5.05 g, 24.5 mmol). h y ^n^yWT $ :^(4.65 ml, 33.4 mmol) ^i)D X. 

20 JlX ^ 70% -C' # b „ 

iH-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (e, 
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9H), 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H), 3.20-3.43 (m, 3H), 3.67 (d, IH, J = 9.6 
Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, IH), 7.38 (d, 2H, J = 9.0 
Hz). 



mm 5 -fb-a-i^ (1-2) (d^j^ 



1 X 




H2N-^ ^NH2 
2HCI 




H9N 




C6H10CI2N2 

Mol. Wt.: 181.06 



C17H20N2O 
Mol. Wt.: 268.35 



v^T5^ (461mg, 2.5mmol)^7j<?^Tv'i5' D n ^ ^ ^{Cl!^® M&^t 
#J (500 mg, 2.5 mmol), h V ^'f'^^T 5! ^(773 mg, 7.5 mmol)^APx. 

IH-NMR (CDCI3) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.30-1.42 (m, 2H), 1.57-1.67 
(m, 2H), 2.66 (t, 2H, J = 7.8 Hz), 3.50 (brs, IH), 6.57 (s, IH), 6.68 (d, 2H, J = 8.7 
15 Hz), 7.26 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, J = 8.7 Hz), 7.68 (s, IH), 7.75 (d, 2H, 
J = 8.1 Hz). 



2 X 




-^sf EtaN 



H 



20 



C17H20N2O 
Mol. Wt.: 268.35 

mm 1^4 jiut mmi^ u-c e mm^ntt 



MoT. V\ft.: 374.50 



iH-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d. 
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6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, IH), 
6.49 (s, IH), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
7.85 (s, IH). 



ij 6 (1-31) (D^J5^ 



1 X 



H2N-/^"NH2 ^ BocNH-^^"NH2 

C6H14N2 C11H22N2O2 

.Wt.: 114.19 Mol. Wt.: 214.30 



Mol 

J^^^i/T^^- (8.37 g, 73.3 mmol) ^ ^tfi -C i/:^ ^ i:^ >- 30 mlic: U . B0C2O 
(2 g, 9.2mmol)<7)i/:*-=3r-9-^(30ml)^^S=lrAP;t:fe„ ^?fi-e 3 P ^SJS? § 

92% (B0C2O ^2p)-e#feixfeo 

iH-NMR (CDCI3) 6 ppm: 1.07-1.26 (m, 6H), 1.44 (s, 9H), 1.84-2.00 (m, 4H), 
2.58-2.67 (m, IH), 3.37 (brs, IH), 4.43 (brs, IH). 
15 B2Jim. 



BocNH 



-(3-NH2 




BocNH 




C11H22N2O2 C22H34N2P3 

Mol. Wf.: 21 4.30 Mol. W.: 374.52 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.26-1.42 (m, 6H), 1.45 (s, 
9H), 1.54-1.68 (m, 2H), 1.99-2.12 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.43 (brs, IH), 
20 3.90-4.00 (m, IH), 4.48 (d, IH, J = 5.7 Hz), 5.95 (d, IH, J = 8.4 Hz), 7.21 (d, 2H, 
J = 8.4 Hz), 7.65 (d, 2H, J = 8.4 Hz). 
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10 



BocNH^>^ Q HCI 





CHo^NoOS C17H27CIN2O 
Mol^^?:! 3^4 52 Mo/. V\A.: 316.86 

^3|S|-Boc#: (2.08 g, 5.55 mmol) <l:7ki^Ti^®l^ ^/l' 20 mUCl^lSf 4mol/l 
HCl/AcOEt20mI ^APx.fCo ^taX' 1 0#P^Si^? $ -frs ^j^^^^JE® * LfCo mm 
5 i @ 1.7 g Jlx^ 98%-e# ^,tT./Co 

iH-NMR (CD3OD) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.29-1.41 (m, 2H), 1.50- 
1.66 (m, 6H), 2.02-2.18 (m, 4H), 2.66 (t, 2H, J = 7.8 Hz), 3.13 (brs, IH), 3.82-3.94 
(m, IH), 7.26 (d, 2H, J = 8.7 Hz), 7.72 (d, 2H, J = 8.4Hz). 
4 X . 

>ls.ci H 

H2N^ o 



C17H27CIN20 C21H34N202S 

Mol. Wt.: 310.86 Mol. Wt.: 378.57 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.11 (d, IH, J = 5.1 Hz), 3.20 (brs, 
IH), 3.90-4.04 (m, IH), 6.06-6.14 (m, IH), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 



15 = 8.4 Hz). 



mm 7 ^t^im (1-32) (d^^ 
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15 




H 

mCPBA ^ ^.Sv O 



^21 '^34'^2^2^ C21H34N2O3S 

Mol. Wl.: 378.57 Mol. Wl.: 394.57 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J = 7.5 Hz), 3.23-3.35 (m, IH), 3.49 (s, IH), 
5 3.88-4.02 (m, IH), 5.84-5.92 (m, IH), 7.13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 
Hz). 

mm 8 it^m (1-5) (D^!$. 



m 1 



1 . (COCI)2, DMF 
02N„S /CH2CI2 02N^S^ O 




2. aniline 

C5H3NO4S CJ5H16N2O3S 
IVIol. Wt.: 173.15 Mol. Wt.: 304.37 

10 mmmlm2Jmtmm^'^^^xn^m^ntco 

iH-NMR (CDCI3) 8 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.30-1.42 (m, 2H), 1.50-1.65 
(m, 2H), 2.61 (t, 2H, J = 7.8 Hz), 7.20 (d, 2H, J = 7.2 Hz), 7.48-7.51 (m, 3H), 7.72 
(s, IH), 7.88-7.90 (m, IH). 
2 X 

02N^S p H2N_,S p 





C15H16N2O3S C15H18N2PS 
Mol. Wt: 304.37 Mol. Wt.: 274.38 

J^.^::^ h a (593 mg, 1.95 mmol). :^ X (358 mg, 3.0 mmol)}c: 6 mol/1 HCl 30 
mKTHF6ml ^Mx. 50°C, 3 mmx^KIt^ ^ "^fCo t^MWi^m^m^ b 10% NaOH 
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i 110 mgllK^ 21%X'# P^tL^Co 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.26-1.39 (m, 2H), 1.49-1.59 
(m, 2H), 2.50 (t, 2H, J = 7.8 Hz), 4.37 (s, IH), 6.65 (d, 2H, J = 8.4 Hz), 6.97 (d, 2H, 
5 J = 8.4 Hz), 7.14 (d, IH, J = 8.4 Hz), 7.43 (d, IH, J = 8.7 Hz). 
3 X 

CI H 



C15H18N2OS C18H24N2O3S2 
Mol. Wt.: 274.38 Mol. Wt.: 380.63 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
10 6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, IH), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, IH), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, IH). 



-fb-^^fe (1-4) 

1 X . 

CI 



H2N^O o'"^ \ N>-'0 P 

C6H7NO3 C9H13NO5S 

15 Mol. Wt.; 141.12 Mol. Wt.: 247.27 

1 x^t b-c § ^m-^%f^. 

iH-NMR (CDCI3) 6 ppm: 1.44 (d, 6H, J = 6.9 Hz), 3.33-3.43 (m, IH), 3.88 (s, 
9H), 6.24-6.26 (m, IH), 7.11-7.14 (m, 2H). 
2 XS 
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V-sV°V-«° NaOH \ N^o o 

C9H.3NO5S CsHnNOfiS 
Mol Wt : 247.27 Mol. Wt.: 233.24 

mm 4 0 4 nut l^^ic:L-C@6<]i^^#7to 
iH-NMR (CDCI3) 6 ppm: 1.44 (d, 6H, J = 6.3 Hz), 3.33-3.45 (m, IH), 6.25-6.28 
(m, IH), 7.27-7.28 (m, IH), 7.51 (s, IH). 
3 

„ 1. (COCI)2, DMF ^ 

" /CH2CI2 " 



\ .N^O O /on2<.^i2 V N„0 O 




. CnHnNOsS C18H24N2O4S 
Mol. Wt.: 233.24 Mol. V\^.: 364.46 

mm 10 2 jimt mmi^ b 6<3i^^#fCo 

IH-NMR (CD3OD) 6 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.8 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, IH), 
10 6.27-6.29 (m, IH), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, IH). 



mmm i o ^t-B-^ < i - 2 a ) <d^i^ 

1 



H2N^^"OH 
HCI 




NaOMe 




C6H14CINO C14H15NO3 
Mol.Wt.: 151.63 Mol. Wt: 245.27 

IH-NMR (CDCI3) 6 ppm: 1.37-1.52 (m, 3H), 1.74-1.79 (m, 2H), 2.07-2.13 (m, 
2H), 2.28-2.42 (m, 2H), 3.72-3.81 (m, IH), 4.09-4.20 (m, IH), 7.68-7.73 (m, 2H), 
7.81-7.85 (m, 2H). 
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2 





(Bu3Sn)20 



C14H15NO3 C25H28N2P4 
Mol. Wtl: 245.27 Mol. Wf.: 420.50 

/^.■:f =f- ;V7 zc. =• jiX' y( y-yr-r— h(2.86 g, 16.3 mmol)^ THF30 ml l^l^^U. 
J^^—fVi;^ (1.0 g, 4.08 mmol).li'>^ h y ^'^^yu ^ v- K(972 mg, 1.63 

5 mmol)^lr;bPx.-^^i^ bfCo ^iiS ^ ® ^ U/K ^ AP x. ^ n n d^yw Aft tB U fc. 

u^h-i^^y-ii^X^O UfCo i ^KJife)^^^ 332 mg 19%-e# & tl/fc„ 
IH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.30-1.40 (m, 2H), 1.48-1.62 
(m, 4H), 1.79-1.83 (m, 2H), 2.21-2.25 (m, 2H), 2.37-2.50 (m, 2H), 2.57 (t, 2H, J = 
10 7.8 Hz), 4.11-4.22 (m, IH), 4.77-4.87 (m, IH), 6.49 (s, IH), 7.11 (d, 2H, J = 8.7 
Hz), 7.28 (d, 2H, J = 8.7 Hz), 7.69-7.73 (m, 2H), 7.80-7.84 (m, 2H). 
3 X 




H2NNH2-H20 H-,N<^..Q^° _ 





C25H28N2O4 C17H26N2O2 

Mol. Wt.: 420.50 Mol. Wt.: 290.40 

EtsN /= 




02^1 H34N2O3S 

Mol. \M.: 394.57 

I 

mm 1 m a ^u^Mmm 2 t mmi>^ g ^m^ntzo 

15 IH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, IH, J = 4.8 Hz), 
3.20-3.30 (m, IH), 4.65-4.76 (m, IH), 6.57 (s, IH), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
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(d, 2H, J = 8.1Hz). 



Mm 1 1 ^t^^ (1-29) (jQ-^fife 



H 




C21 H34N203S 

Mol. Wt,: 394.57 



mCPBA ^ 



-h 



N 




C21 H34N204S 

MoT. VW.: 410.57 



mm 3 i iwi^sd ur i ^!^&#fco 

IH-NMR (GDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (e, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, IH), 3.90 (s, 
IH), 4.60-4.73 (m, IH), 6.57 (s, IH), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 



10 



mm 1 2 ^t^!^ { I - 1 14) 





mm 1 <b l^^ti b-C-e^fig b/c-fb-^i^ ( I - 1 10) (100 mg) (D hywai:^(2. 7 



ml) ^ M n — y 



[2, 4-bis (4-methoxyphenyl) -1, 3-dithia-2, 4- 



15 diphosphetane-2, 4-disulf ide] (132 mg) X. . 80°C-e 3 Bf Ffljft^ U 7to S^SI 

n - =3{^ f- ^ = 1 : 1) i^-CMtib, ^M-fe^^B (82. 3mg, 79%)^#fc„ 



^#J* (50. 5 mg^ 48%)#/^C 



20 



MFd 1 3 {h^m (1-12 0) (D-^i^ic 



1 X 



47 



wo 01/37826 



PCT/JPOO/08197 



H2N^ 

^^C02Et 



>L3.CI 



11 

o 



4 -T ^ y - 1 y /I- ^ ^ h (300 mg) <t h y cnf^/wr ? 

>'(258 mg)&i^-ft:^ ^ w:/ 5 ml t- :7'' ^ ;^ /U :7 ^' /V ci y K(222 

i. Y) ift$^Sr:j3 vl V^^ 378 mg (D 4-t-7'^/w;^ yw- :7 ^ :^yUT ^ / -l-^n h 
^ b° y i/i/^#fCo 
2 



10 



15 



Ba(OH)2 



H 

PhO^N 
O " 




^ T J. H 




378 mg (D ^ ;V p. ;V7 =-JVT % J -\-^ Y ^ -yfl JV =^ t:°^ y ^yi^^ 

2-:7°i3^-?7 — 5 ml i 7k 5 ml {^1 $ -^zK^^-ft:-'^ y ^ ~^7k^^^ 1.77 g X. 1 

b.4-t-7'~^/W^7W:7 ^yWT 5 y y > ^ Ut^^mm-r :s> ^ tfj:< THF 
5 ml l^^M L- N-:7 y :3r — /l'-4-:7'9^7VT— V > 984 mg i -< V zf n 



\^ )v=sL=f-,vT % ly 236 mg ■^n^TL'm.m.x—^m^ bfco ^ait^7X^;& y i^-^tk^^ 



j; «9 Jft3^^*3 :i ^.ev^, 291 mg CD 4 7 — /VT 5: 7 y v>:^- 

20 l-;^7 7U7j?>'®?(4-:7^'^7W7 :^/W)T 5: Y^^fc^ 

iH-NMR (CDCI3) 6 ppm:0.89(t, 3H, J= 7.3Hz), 1.19(s, 9H), 1.25-1.38(m, 4H), 
1.40-1.60(m, 4H), 1.89-2.03(m, 3H), 2.52(t, 2H, J = 7.7Hz), 2.89-3.04(m, 2H), 
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3.14(d, IH, J = 5.2 Hz), 3.37(m, IH), 3.96(m, 2H), 6.67(s, IH), 7.05(d, 2H, J = 
8.5Hz), 7.22(d, 2H, J = 8.5Hz). 

m 3 Jim. 

■>L N N 

^ Ji ^ MMPP /Rs I' ^ 

zz. =-;\^)T % Y'k yf- ^ J — 2 ml i: '^Wl ;^ ^ >- 2 ml L- 80%-MMPP 

(magnesium monoperoxyphthalate hexahydrate) 570 mg il:iDx.Mfi"C 2 B#fflJS 

hi^9:7-c(i:J; !9 )ftSi^i3 ;tfV^. 130 mg O 4 -t-^^f^-z^;^ — /UT $ y 

y v?>--l-;^7/W7j?>-^(4-7'^/V7 3i^/^)T 5: F (1-12 0) ^^#fCo 
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I - 2 

iH-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d, 
6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, IH), 
6.49 (s, IH), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
5 7.85 (s, IH). 
I - 3 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.30-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.57 (quint, 2H, J = 7.5 Hz), 1.96 (quint, 2H, J = 6.6 Hz), 2.49 
(t, 2H, J = 6.6 Hz), 2.57 (t, 2H, J = 7.8 Hz), 3.16-3.26 (m, 3H), 4.62 (brs, IH), 
10 7.12 (d, 2H, J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.64 (s, IH). 
I - 4 

iH-NMR (CD3OD) 6 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, IH), 
6.27-6.29 (m, IH), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, IH). 
15 1-5 

IH-NMR (CDCI3) S ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, IH), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, IH), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, IH). 
I - 6 

20 iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.55 (quint, 2H, J = 7.5 Hz), 2.55 (t, 2H, J = 5.1 Hz), 3.18-3.27 
(m, IH), 3.92 (d, 2H, J = 6.0 Hz), 5.51 (t, IH, J = 5.7 Hz), 7.10 (d, 2H, J = 8.4 Hz), 
7.39 (d, 2H, J = 8.4 Hz), 8.23 (s, IH). . . 
I - 7 

25 iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.28-1.38 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.51-1.67 (m, 4H), 1.78-1.88 (m, 2H), 2.39 (t, 2H, J = 7.2 Hz), 
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2.57 (t, 2H, J = 7.5 Hz), 3.12-3.22 (m, 3H), 4.30-4.37 (m, IH), 7.12 (d, 2H, J = 8.4 
Hz), 7.36-7.42 (m, 3H). 
I - 8 

IH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.21-1.47 (m, 4H), 1.35 (d, 
5 6H, J = 6.6 Hz), 1.51-1.63 (m, 4H), 1.67-1.77 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.55 (t, 2H, J = 7.8 Hz), 3.08-3.17 (m, 3H), 4.71 (t, IH, J = 6.0 Hz), 7.09 (d, 2H, 
J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.74 (s, IH). 
I - 9 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.29-1.39 (m, 2H), 1.35 (d, 
10 6H, J = 6.9 Hz), 1.50-1.60 (m, 2H), 2.54 (t, 2H, J = 7.8 Hz), 2.64 (t, 2H, J = 5.7 
Hz), 3.14-8.23 (m, IH), 3.41-3.47 (m, 2H), 5.29 (t, IH, J = 6.3 Hz). 7.10 (d, 2H, J 
= 8.4 Hz), 7.39 (d, 2H, J = 8.4 Hz), 7.91 (s, IH). 

I - 1 0 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
15 2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
IH). 

I - 1 1 

mp : 128-129 °C 

20 iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, IH, J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 
7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, IH). 
1-12 

25 iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.37 (m, 2H), 1.47-1.68 
(m, 6H), 2.23 (t, 2H, J = 7.2 Hz), 2.56 (t, 2H, J = 7.5 Hz), 2.90-2.97 (m, 2H), 5.10 
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(brs, IH), 7.11 (d, 2H, J = 8.4 Hz), 7.36 (d, 2H, J = 8.1 Hz), 7.50-7.68 (m, 3H), 
7.93 (d, IH, J = 8.1 Hz), 8.06 (d, IH, J = 8.4 Hz), 8.24 (d, IH, J = 7.5 Hz), 8.66 (d, 
IH, J = 8.7 Hz). 

1-13 

5 lH-NMR(CDCl3) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.40 (m, 2H), 1.45-1.73 
(m, 6H), 2.23 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 2.88 (s, 6H), 2.88-2.95 
(m, 2H), 5.04 (brs, IH), 7. 10 (d, 2H, J = 8. 1 Hz), 7. 17 (d, IH, J = 7.2 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 7.48-7.54 (m, 2H), 8.23 (d, IH, J = 7.2 Hz), 8.30 (d, IH, J = 8.7 
Hz), 8.53 (d, IH, J = 8.4 Hz). 
10 1-14 

iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.43 (m, 6H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.62 (m, 4H), 1.67-1.78 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.56 (t, 2H, J = 7.8 Hz), 3.09-3.20 (m, 3H), 4.34 (brs, IH), 7.10 (d, 2H, J = 8.4 Hz), 
7.41-7.44 (m, 3H). 
15 1-15 

IH-NMR (CDCI3) S ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23 (s, 9H), 1.27-1.80 (m, 
12H), 2.30-2.38 (m, 2H), 2.56 (t, 2H, J = 7.5 Hiz), 3.15 (brs, 2H), 7.11 (d, 2H, J = 
7.8 Hz), 7.43 (d, 2H, J = 7.8 Hz), 7.59 (s, IH). 
1-16 

20 iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.44 (m, 6H), 1.39 (s, 
9H), 1.51-1.61 (m, 4H), 1.68-1.78 (m, 2H), 2.35 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 8.1 Hz), 3.15-3.21 (m, 2H), 4.14-4.23 (m, IH), 7.11 (d, 2H. J = 7.8 Hz), 7.36- 
7.44 (m, 3H). 
1-19 

25 iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.30-1.40 (m, 
2H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.08-3.33 (m, 3H), 3.42-3.50 (m. 
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2H), 6.39 (s, IH), 7.22 (d, 2H, J = 8.4 Hz), 7.69 (d, 2H, J = 8.1 Hz). 
1-20 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.31-1.39 (m, 2H), 1.39 (s, 
9H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.24 (quart, 2H, J = 6.6 Hz), 3.48 
5 (quart, 2H, J = 6.6 Hz), 4.21 (t, IH, J = 6.3 Hz), 6.29 (s, IH), 7.22 (d, 2H, J = 7.8 
Hz), 7.67 (d, 2H, J = 8.1 Hz). 
1-21 

iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23 (s, 9H), 1.30-1.42 (m, 
2H), 1.50-2.02 (m, lOH), 2.30-2.42 (m, IH), 2.57 (t, 2H, J = 8.1 Hz), 3.10 (brs, 
10 IH), 3.57 (brs, IH), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 7.8 Hz). 
1-22 
mp : 78-79 °C 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.50-1.65 (m, 4H), 1.70-1.98 (m, 8H), 2.30-2.40 (m, IH), 2.57 (t, 2H, J = 7.5 
15 Hz), 3.58-3.70 (m, IH), 4.16 (d, IH, J = 9.3 Hz), 7.11-7.15 (m, 3H), 7.40 (d, 2H, 
J = 8.1 Hz). 

1-23 

IH-NMR (CDCI3) S ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.21-1.41 (m, 
4H), 1.51-1.64 (m, 4H), 1.86-2.01 (m, 4H), 2.12-2.25 (m, IH), 2.56 (t, 2H, J = 7.5 
20 Hz), 2.87-2.96 (m, IH), 3.00-3.12 (m, IH), 3.23-3.34 (m, IH), 3.67-3.75 (m, IH), 
7.11 (d, 2H, J = 8.1 Hz), 7.40 (d, 2H, J = 8.4 Hz). 
1-24 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.25-1.37 (m, 2H), 1.40 (s, 
9H), 1.48-1.65 (m, 6H), 1.90 (d, 2H, J = 11.7 Hz), 2.02 (d, 2H, J = 11.7 Hz), 
25 2.12-2.24 (m, IH), 2.56 (t, 2H, J = 7.5 Hz), 3.04 (t, 2H, J = 6.3 Hz), 4.31 (t, IH, 
J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 
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1-25 

mp : 232-233 °C 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23-1.40 (m, 4H), 1.40 (s, 
9H), 1.51-1.76 (m, 4H), 2.01-2.26 (m, 5H), 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.38 (m, 
5 IH), 3.79 (d, IH, J = 9.3 Hz), 7.11 (d, 2H, J = 8.7 Hz), 7.17 (s, IH), 7.40 (d, 2H, 
J = 8.4 Hz). 

1-26 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.22 (s, 9H), 1.28-1.40 (m, 
2H), 1.52-1.62 (m, 2H), 1.85-1.96 (m, IH), 2.00-2.14 (m, IH), 2.38-2.53 (m, 2H), 
10 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.37 (m, 3H), 7.11 (d, 2H, J = 8.4 Hz), 7.45 (d, 2H, 
J = 8.4 Hz), 8.19 (s, IH). 

1-27 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.52-1.61 (m, 2H), 1.95 (quint, 2H, J = 6.3 Hz), 2.50 (t, 2H, J = 6.9 Hz), 2.56 
15 (t, 2H, J = 7.8 Hz), 3.31 (quart, 2H, J = 6.0 Hz), 4.30-4.36 (m, IH), 7.12 (d, 2H, 
J = 8.4 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.65 (s, IH). 
1—28 

IH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, IH, J = 4.8 Hz), 
20 3.20-3.30 (m, IH), 4.65-4.76 (m, IH), 6.57 (s, IH), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
(d, 2H, J = 8.1Hz). 
1-29 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (s, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, IH), 3.90 (s, 
25 IH), 4.60-4.73 (m, IH), 6.57 (s, IH), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 



169 



wo 01/37826 



PCT/JPOO/08197 



1—30 

iH-NMR (CDCI3) 6 ppm:0.91 (t, 3H, J = 7.5 Hz), 1.26-1.39 (m, 2H), 1.51-1.64 
(m, 4H), 1.72-1.81 (m, 2H), 2.34 (t, 2H, J = 6.9 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.95-3.01 (m, 2H), 4.84 (t, IH, J = 5.7 Hz), 6.99-7.12 (m, 6H), 7.19-7.24 (m, IH), 
5 7.30 (s, IH), 7.38-7.43 (m, 4H), 7.79 (d, 2H, J = 8.7 Hz). 
1-31 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J= 7.8Hz), 3.11 (d, IH, J = 5.1 Hz), 3.20 (brs, 
IH), 3.90-4.04 (m, IH), 6.06-6.14 (m, IH), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 
10 = 8.4 Hz). 
1-32 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J = 7.5 Hz), 3.23-3.35 (m, IH), 3.49 (s, IH), 
3.88-4.02 (m, IH), 5.84-5.92 (m, IH), 7.13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 
15 Hz). 

1-33 

iH-NMR (CDCI3) 8 ppm: 0.94 (t, 3H, J = 7.2 Hz), 1.30-1.42 (m, 2H), 1.32 (s, 
9H), 1.57-1.66 (m, 2H), 2.67 (t, 2H, J = 7.8 Hz), 5.61 (s, IH), 6.93 (d, 2H, J = 8.7 
Hz), 7.25 (d, 2H, J = 8.4 Hz), 7.49 (d, 2H, J = 9.0 Hz), 7.80 (d, 2H, J = 8.1 Hz), 
20 8.22 (s, IH). 
1—34 

iH-NMR (CD3OD) 8 ppm: 0.95 (t, 3H, J = 7.5 Hz), 1.35 (s, 9H), 1.35-1.44 (m, 
2H), 1.57-1.69 (m, 2H), 2.69 (t, 2H, J = 7.5 Hz), 7.28-7.33 (m, 4H), 7.56 (d, 2H, 
J = 9.0 Hz), 7.83 (d, 2H, J = 8.4 Hz). 
25 1-36 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.31-1.70 (m, llH), 1.39 (s, 
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9H), 1.75-1.85 (m, IH), 2.65 (t, 2H, J = 8.1 Hz), 3.13 (t, 2H, J = 6.6 Hz), 3.40 (t, 
2H, J = 7.2 Hz), 4.10 (t, IH, J = 5.7 Hz), 6.21 (t, IH, J = 5.7 Hz), 7.23 (d, 2H, J 
= 8.1 Hz), 7.67 (d, 2H, J = 8.4 Hz). 
1-37 

5 IH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 0.95-1.10 (m, 2H), 1.31-1.40 
(m, 2H), 1.39 (s, 9H), 1.55-1.63 (m, 4H), 1.80-1.92 (m, 4H), 2.65 (t, 2H, J = 7.8 
Hz), 3.03 (t, 2H, J = 6.6 Hz), 3.31 (t, 2H, J = 6.6 Hz), 4.06 (t, IH, J = 6.0 Hz), 6.22 
(t, IH, J = 6.0 Hz), 7.23 (d, 2H, J = 8.4 Hz), 7.67 (d, 2H, J = 8.1 Hz). 
1—39 

10 IH-NMR (CDCI3) 5 ppm: 1.13 (t, 3H, J = 7.2 Hz), 1.39 (s, 9H), 1.69-1.97 (m, 
8H), 2.27-2.38 (m, IH), 3.29-3.35 (m, 4H), 3.60-3.70 (m, IH), 4.52 (d, IH, J = 9.3 
Hz), 6.64 (d, 2H, J = 8.4 Hz), 7.22 (s, IH), 7.31 (d, 2H, J = 9.0 Hz). 
1-40 

iH-NMR (CDCI3) 5 ppm: 1.38 (s, 9H), 1.68-1.96 (m, 8H), 2.30-2.40 (m, IH), 
15 3.11 (t, 4H, J = 4.8 Hz), 3.60-3.72 (m, IH), 3.86 (t, 4H, J = 4.8 Hz), 4.51 (brs, IH), 
6.89 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
1—41 

mp : >278 °C (dec.) 

iH-NMR (CDCI3) 8 ppm: 1.18-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.75 (m, 2H), 
20 2.01-2.27 (m, 5H), 3.10-3.13 (m, 4H), 3.22-3.38 (m, IH), 3.72 (d, IH, J = 9.3 Hz), 
3.85-3.88 (m, 4H), 6.87 (d, 2H, J = 9.0 Hz), 7.10 (s, IH), 7.40 (d, 2H, J = 9.0 Hz). 
1-42 

iH-NMR (CDCI3) 8 ppm: 1.40 (s, 9H), 1.61-1.97 (m, 8H), 2.16 (s, 3H), 2.33- 
2.43 (m, IH), 3.60-3.70 (m, IH), 4.66 (brs, IH), 7.12 (d, IH, J-= 8.7 Hz), 7.46- 
25 7.50 (m, IH), 7.62 (s, H), 7.75-7.78 (m, IH), 7.86-7.91 (m, 2H). 
1-43 
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IH-NMR (CDCI3) 6 ppm: 1.40 (s, 9H), 1.62-2.00 (m, 8H), 1.87 (s, 3H), 2.36- 
2.47 (m, IH), 3.24 (s, 3H), 3.64-3.74 (m, IH), 4.87 (brs, IH), 7.13 (d, 2H, J = 9.0 
Hz), 7.64 (d, 2H, J = 8.4 Hz), 7.81 (s, H). 
1—44 
5 mp : 235-236 °C 

iH-NMR (CDCI3) 8 ppm: 1.13 (t, 6H, J = 6.9 Hz), 1.18-1.33 (m, 2H), 1.40 (s, 
9H), 1.60-1.77 (m, 2H), 2.00-2.26 (m, 5H), 3.28-3.35 (m, 4H), 3.73 (d, IH, J = 9.3 
Hz), 6.60-6.70 (m, 2H), 7.03 (brs, IH), 7.31 (d, 2H, J = 7.8 Hz). 
1-45 

10 mp : >268 °C (dec.) 

iH-NMR (CDCI3) 6 ppm: 1.20-1.34 (m, 2H), 1.40 (s, 9H), 1.56-1.76 (m, 8H), 
2.00-2.26 (m, 5H), 3.06-3.14 (m, 4H), 3.24-3.36 (m, IH), 3.72 (d, IH, J = 9.3 Hz), 
6.90 (d, 2H, J = 8.7 Hz), 7.09 (s, IH), 7.36 (d, 2H, J = 8.7 Hz). 
1-46 

15 mp : >272 °C (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.28 (s, 9H), 1.31-1.59 (m, 7H), 1.87-2.00 (m, 4H), 
2.23-2.34 (m, IH), 3.00-3.16 (m, IH), 4.35-4.45 (m, 2H), 6.81 (d, IH, J = 9.0 Hz), 
7.16 (t, IH, J = 7.2 Hz), 7.43 (t, IH, J = 8.4 Hz), 7.52-7.58 (m, 3H), 8.04 (d, IH, 
J = 7.8 Hz), 8.43 (s, IH). 
20 1-47 

iH-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
1.98.-2.32 (m, 5H), 3.31-3.40 (m, IH), 3.62 (d, IH, J = 9.0 Hz), 7.08 (s, IH), 7.29 
(d, 2H, J = 9.0 Hz), 7.61 (d, 2H, J = 9.0 Hz). 
1-48 

25 iH-NMR (CDCI3) 6 ppm: 1.22-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.24-3.40 (m, IH), 3.62 (d, IH, J = 10.2 Hz), 7.01 (t, 2H, J = 
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8.7 Hz), 7.09 (s, IH), 7.42-7.50 (m, 2H). 
1-49 

mp : 270 °C (dec.) 

iH-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.61-1.77 (m, 2H), 
5 1.95-2.30 (m, 9H), 3.17-3.38 (m, 5H), 3.67 (d, IH, J = 9.3 Hz), 6.50 (d, 2H, J = 9.0 
Hz), 6.97 (s, IH), 7.30 (d, 2H, J = 9.0 Hz). 
1-50 
mp : 252-253 

iH-NMR (CDCI3) 6 ppm: 1.21-1.37 (m, 2H), 1.40 (s, 9H), 1.62-1.78 (m, 2H), 
10 1.98-2.32 (m, 5H), 3.26-3.40 (m, IH), 3.68 (d, IH, J = 9.6 Hz), 6.94-7.02 (m, 4H), 

7.08 (t, IH, J = 7.5 Hz), 7.13 (s, IH), 7.31 (t, 2H, J = 7.5 Hz), 7.46 (d, 2H, J = 9.0 
Hz). 

1-51 

mp : 278-279 °C 

15 iH-NMR (CDCI3) 6 ppm: 1.02 (d, 6H, J = 6.9 Hz), 1.35 (s, 9H), 1.39-1.71 (m, 
6H), 1.90-2.09 (m, 2H), 3.16-3.30 (m, IH), 3.46 (d, IH, J = 9.0 Hz), 4.92-5.01 (m, 
IH), 6.91-6.95 (m, 2H), 7.00-7107 (m, 3H), 7.13-7.16 (m, 2H), 7.30-7.36 (m, 2H). 
1-52 

mp : 276-277 "C 

20 iH-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.30 (m, 5H), 2.36 (s, 3H), 2.58 (t, 4H, J = 4.5 Hz), 3.17 (t, 4H, J = 4.5 Hz), 
3.21-3.40 (m, IH), 3.64 (d, IH,. J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.01 (s, IH), 
7.37 (d, 2H, J = 9.0 Hz). 
1-53 

25 mp : >300 °C 

iH-NMR (DMSO-de) 6 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.73-1.88 (m, 2H), 
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1.89-2.01 (m, 2H), 2.13-2.25 (m, IH), 2.98-3.12 (m, IH), 3.15-3.31 (m, 8H), 
6.76-6.84 (m, 2H), 6.93 (d, 2H, J = 9.0 Hz), 6.99 (d, 2H, J = 8.1 Hz), 7.24 (d, 2H, 
J = 8.1 Hz), 7.46 (d, 2H, J = 9.0 Hz), 9.60 (s, IH). 
1-54 
5 mp : >215 °C (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-2.00 (m, 18H), 2.14-2.26 (m, IH), 
2.53-2.84 (m, 4H), 2.86-3.30 (m, 2H), 3.46-3.54 (m, IH), 3.62-3.74 (m, 2H), 6.78 
(d, IH, J = 8.7 Hz), 6.87 (d, 2H, J = 7.8 Hz), 7.42 (d, 2H, J = 8.7 Hz), 9.58 (s, IH). 
1—55 

10 mp : >290 °C (dec.) 

iH-NMR (CDCI3) 5 ppm: 1.23-1.40 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.02-2.27 (m, 5H), 3.20 (t, 4H, J = 5.4 Hz), 3.21-3.32 (m, IH), 3.67 (d, IH, J = 9.3 
Hz), 3.98 (t, 4H, J = 4.8 Hz), 6.52 (t, IH, J = 4.8 Hz), 6.93 (d, 2H, J = 8.4 Hz), 
7.06 (s, IH), 7.41 (d, 2H, J = 8.7 Hz), 8.33 (d, 2H, J = 4.8 Hz). 

15 1-56 

mp : >232 t (dec.) 

' IH-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.27-1.48 (m, 4H), 1.80-1.99 (m, 4H), 
2.14-2.25 (m, IH), 3.04-3.24 (m, 8H), 3.68 (s, 3H), 3.76 (s, 3H), 6.44-6.47 (m, IH), 
6.66 (s, IH), 6.76-6.84 (m, 2H), 6.92 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.4 Hz), 
20 9.61 (s, IH). 

1-57 

mp : 284-285 "C (dec.) 

iH-NMR (CDCI3) 6 ppm: 1.27 (t, 3H, J = 7.2 Hz), 1.40 (s, 9H), 1.61-2.24 (m, 
9H), 2.35-2.49 (m, IH), 2.76 (t, 2H, J = 10.2 Hz), 3.04-3.15 (m, 2H), 3.20-3.36 (m, 
25 IH), 3.55-3.59 (m, 2H), 3.87 (d, IH, J = 9.6 Hz), 4.12-4.19 (m, 2H), 6.90 (d, 2H, 
J = 8.7 Hz), 2.79 (s, IH), 7.40 (d, 2H, J = 8.7 Hz). 



174 



wo 01/37826 



PCT/JPOO/08197 



1-58 

mp : >299 t (dec.) 

IH-NMR (CDCI3) 5 ppm: 1.26-1.33 (m, 2H), 1.40 (s, 9H), 1.56-2.42 (m, 19H), 
2.73-2.81 (m, 4H), 3.16-3.26 (m, 4H), 3.64 (d, IH, J = 9.6 Hz), 6.87 (d, 2H, J = 8.7 
5 Hz), 7.04 (s, IH), 7.37 (d, 2H, J = 9.0 Hz). 
1-59 

mp : >270 °C (dec.) 

iH-NMR (CDCI3) 6 ppm: 1.26-1.47 (m, 2H), 1.47 (s, 9H), 1.60-1.80 (m, 4H), 

2.01- 2.32 (m, 5H), 3.28-3.40 (m, 3H), 3.62-3.74 (m, 3H), 5.74-5.96 (m, 2H), 6.92 
10 (d, 2H, J = 8.7 Hz), 7.13 (s, IH), 7.39 (d, 2H, J = 9.0 Hz). 

1-60 

mp : 247-250 °C (dec.) 

iH-NMR (CDCI3) 6 ppm; 1.20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.33 (m, 5H), 2.93-3.03 (m, 2H), 3.22-3.40 (m, IH), 3.52 (t, 2H, J = 6.0 Hz), 
15 3.62 (d, IH, J = 8.4 Hz), 4.36 (s, 2H), 6.93 (d, 2H, J = 8.7 Hz), 7.00 (s, IH), 
7.11-7.22 (m, 4H),7.39 (d, 2H, J = 8.7 Hz). 
1-61 

mp : 280-281 °C 

iH-NMR (CDCI3) 6 ppm: 1.21-1.38 (m, 2H), 1.41 (s, 9H), 1.64-1.80 (m, 2H), 
20 2.02-2.33 (m, 5H), 3.24-3.40 (m, IH), 3.61 (d, IH, J = 9.0 Hz), 6.33 (t, 2H, J = 2.1 
Hz), 7.04 (t, 2H, J = 2.1 Hz), 7.14 (s, IH), 7.34 (d, 2H, J = 9.0 Hz), 7.56 (d, 2H, 
J = 9.0 Hz). 
1-62 

mp : 260-262 °C 

25 iH-NMR (CDCI3) 8 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 9H), 1.64-1.82 (m, 2H), 

2.02- 2.35 (m, 5H), 3.24-3.40 (m, IH), 3.62 (d, IH, J = 9.6 Hz), 7.31 (d, 2H, J = 9.0 
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Hz), 7.51 (s, IH), 7.69 (d, 2H, J = 9.0 Hz). 
1-63 
mp : 248 °C 

iH-NMR (CDCI3) 6 ppm: 1.20-1.38 (m, 2H), 1.40 (s, 9H), 1.61-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.22-3.45 (m, IH), 3.64 (d, IH, J = 9.3 Hz), 7.11 (s, IH), 
7.37-7.46 (m, 4H). 

1-64 

mp : 272-275 °C (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.20-1.53 (m, 4H), 1.27 (s, 9H), 1.75-1.88 (m, 2H), 
10 1.88-2.00 (m, 2H), 2.11-2.24 (m, IH), 2.96-3.12 (m, IH), 5.96 (s, 2H), 6.77 (d, IH, 
J = 8.7 Hz), 6.82 (d, IH, J = 8.4 Hz), 6.95 (dd, IH, J = 1.8, 8.4 Hz), 7.29 (d, IH, 
J = 1.8 Hz), 9.70 (s, IH). 

1-65 

mp : 293-296 °C (dec.) 

15 iH-NMR (DMSO-de) 6 ppm: 1.20-1.70 (m, lOH), 1.27 (s, 9H), 1.79-2.038 (m, 
4H), 2.18-2.33 (m, IH), 2.98-3.30 (m, 5H), 6.79 (d, IH, J = 9.0 Hz), 6.97 (d, 2H, 

J = 8.1 Hz), 7.43-7.57 (m, 4H), 7.62 (d, 2H, J = 8.1 Hz), 9.82 (s, IH). 
1—66 
mp : >300 °C 

20 iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.53 (m, 4H), 1.86-1.99 (m, 4H), 
2.22-2.34 (m, IH), 2.39 (s, 3H), 3.00-3.14 (m, IH), 6.25 (s, IH), 6.79 (d, IH, J = 
9.0 Hz), 7.47-7.50 (m, IH), 7.69-7.76 (m, IH), 10.27 (s, IH). 

1—67 

mp : 248-249 °C 

25 IH-NMR (DMSO-de) 6 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.02 (s, 3H), 2.17-2.32 (m, IH), 2.96-3.13 (m, IH), 6.78 (d, IH, 
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J = 8.7 Hz), 7.12-7.30 (m, 3H), 7.89 (s, IH), 9.79 (s, IH), 9.88 (s, IH). 
1-68 
mp : >300 °C 

iH-NMR (DMSO-de) 8 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.89 (m, 2H), 
5 1.89-2.03 (m, 2H), 2.00 (s, 3H), 2.14-2.28 (m, IH), 2.95-3.13 (m, IH), 6.78 (d, IH, 
J = 8.7 Hz), 7.40-7.54 (m, 4H), 9.72 (s, IH), 9.83 (s, IH). 
1-69 

mp : 199-201 °C 

iH-NMR (DMSO-ds) 6 ppm: 1.21-1.53 (m, 4H), 1.27 (s, 9H), 1.76-1.89 (m, 2H), 
10 1.89-2.02 (m, 2H), 2.13-2.30 (m, IH), 2.85 (s, 6H), 2.94-3.14 (m, IH), 6.40 (dd, 
IH, J = 2.4, 8.4 Hz), 6.78 (d, IH, J = 8.7 Hz), 6.90 (d, IH, J = 8.4 Hz), 7.05 (t, 2H, 
J = 8.4 Hz), 9.60 (s, IH). 
1-70 

mp : 227-230 °C 

15 iH-NMR (DMSO-ds) 8 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.72-1.87 (m, 2H), 

1.87- 2.01 (m, 2H), 2.12-2.29 (m, IH), 2.96-3.12 (m, IH), 5.00 (s, 2H), 6.22 (d, IH, 
J = 7.5 Hz), 6.66 (d, IH, J = 7.5 Hz), 6.78 (d, IH, J = 9.0 Hz), 6.86 (d, IH, J = 7.5 
Hz), 6.89-6.95 (m, IH), 9.46 (s, IH). 

1-71 
20 mp : 270-272 °C 

iH-NMR (DMSO-de) 6 ppm: 1.22-1.52 (m, 4H), 1.26 (s, 9H), 1.73-1.86 (m, 2H), 

1.88- 2.00 (m, 2H), 2.08-2.22 (m, IH), 2.95-3.11 (m, IH), 4.80 (s, 2H), 6.47 (d. 2H, 
J = 8.4 Hz), 6.77 (d, IH, J = 8.4 Hz), 7.20 (d, 2H, J = 8.4 Hz), 9.35 (s, IH). 
1-72 

25 mp : 262-263 °C 

iH-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (s, 
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9H), 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H), 3.20-3.43 (m, 3H), 3.67 (d, IH, J = 9.6 
Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, IH), 7.38 (d, 2H, J = 9.0 
Hz). 
1-73 
5 mp : 218-219 °C 

iH-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.69 (m, 4H), 1.45 (s, 9H), 1.88- 
2.02 (m, 3H), 2.06-2.30 (m, 4H), 3.05-3.44 (m, 3H), 3.46-3.56 (m, IH), 4.16-4.26 
(m, IH), 6.51 (d, 2H, J = 9.0 Hz), 7.30 (d, 2H, J = 8.7 Hz). 
1-74 

10 mp : 295-296 °C (dec.) 

iH-NMR (CD3OD) 8 ppm: 1.36 (s, 9H), 1.36-1.67 (m, 4H), 1.92-2.13 (m, 4H), 
2.26-2.40 (m, 2H), 2.62-2.75 (m, IH), 3.16-3.25 (m, IH), 3.58-3.98 (m, 4H), 
4.16-4.25 (m, IH), 7.20-7.30 (m, 2H), 7.62 (d, 2H, J = 9.0 Hz). 
1-75 

15 mp : 250-251 °C 

iH-NMR (DMSO-de) 8 ppm: 1.23-1.55 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.15-2.28 (m, IH), 2.98-3.14 (m, IH), 3.06 (t, 2H, J = 8.4 Hz), 
3.87 (t, 2H, J = 8.4 Hz), 6.67 (dd, IH, J = 1.5, 7.2 Hz), 6.80 (d, IH, J = 8.4 Hz), 
6.94-7.05 (m, 2H), 7.12-7.19 (m, IH), 7.16 (d, 2H, J = 9.3 Hz), 7.57 (d, 2H, J = 9.3 
20 Hz), 9.73 (8, IH). 
1-76 

mp : 265-266 °C 

iH-NMR (DMSO-de) 6 ppm: 1.23-1.58 (m, 4H), 1.28 (s, 9H), 1.83-2.04 (m, 4H), 
2.20-2.36 (m, IH), 2.97-3.16 (m, IH), 6.67 (d, IH, J = 3.0 Hz), 6.82 (d, IH. J = 8.4 
25 Hz), 7.07-7.22 (m, 2H), 7.47-7.53 (m, IH), 7.50 (d, 2H, J = 9.0 Hz), 7.58 (d, IH, 
J = 3.0 Hz), 7.64 (d, IH, J = 7.5 Hz), 7.79 (d, 2H, J = 9.0 Hz), 10.02 (s, IH). 
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1-77 
mp : 281 °C 

iH-NMR (DMSO-de) 6 ppm: 1.21-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.18-2.31 (m, IH), 2.97-3.14 (m, IH), 6.51 (dd, IH, J = 2.1, 2.7 Hz), 6.81 (d, IH, 
5 J = 9.0 Hz), 7.67-7.78 (m, 5H), 8.41 (d, IH, J = 2.1 Hz), 9.96 (s, IH). 
1-78 

mp : >300 °C (dec.) 

iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.74-2.04 (m, 7H), 
2.10-2.25 (m, 2H), 2.96-3.20 (m, 2H), 3.48-3.58 (m, IH), 3.75-3.84 (m, IH), 6.39 
10 (d, 2H, J = 8.4 Hz), 6.79 (d, IH, J = 8.4 Hz), 7.02 (s, IH), 7.30 (s, IH), 7.36 (d, 2H, 
J = 8.1 Hz), 9.48 (s, IH). 
1—79 

mp : 248-250 °C (dec.) 

iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.27-1.54 (m, 4H), 1.85-1.99 (m, 4H), 
15 2.24-2.33 (m, IH), 3.00-3.14 (m, IH), 6.82 (d, IH, J = 8.7 Hz), 7.77 (d, 2H, J = 8.4 
Hz), 8.07 (d, 2H, J = 8.4 Hz). 
1-80" 
mp : >300 °C 

iH-NMR (DMSO-de) 6 ppm: 1.22-1.58 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
20 2.18-2.32 (m, IH), 2.98-3.14 (m, IH), 6.80 (d, IH, J = 8.7 Hz), 7.35-7.50 (m, 2H), 
7.99 (s, IH), 8.11 (s, IH), 9.79 (s, IH), 12.94 (s, IH). 
1-81 

mp : 261 -262 . °C 

iH-NMR (DMSO-de) 6 ppm: 1.21-1.57 (m, 4H), 1.27 (s, 9H), 1.78-2.02 (m, 4H), 
25 2.17-2.30 (m, IH), 2.96-3.16 (m, IH), 6.34 (s, IH), 6.80 (d, IH, J = 8.7 Hz), 
7.14-7.32 (m, 3H), 7.85 (s, IH), 9.58 (s, IH), 10.95 (s, IH). 
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1-82 

iH-NMR (CDCI3) 6 ppm: 0.86 (s, 18H), 1.24-1.37 (m, 2H), 1.37 (s, 9H), 
1.56-1.74 (m, 2H), 1.95-2.19 (m, 5H), 3.18-3.32 (m, IH), 3.44 (t, 4H, J = 6.3 Hz), 
3.70 (t, 4H, J = 6.3 Hz), 4.39 (d, IH, J = 9.0 Hz), 6.59 (d, 2H, J = 9.0 Hz), 7.31 (d, 
6 2H, J = 8.7 Hz), 7.43 (s, IH). 
1-83 

mp : 264-265 °C 

IH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.78-1.88 (m, 2H), 
1.90-2.00 (m, 2H), 2.14-2.26 (m, IH), 2.96-3.14 (m, IH), 6.72-6.82 (m, 2H), 6.99 
10 (t, 4H, J = 7.8 Hz), 7.18 (t, 2H, J = 7.5 Hz), 7.46 (d, 2H, J = 9.0 Hz), 8.00 (s, IH), 
9.65 (s, IH). 
1-84 

mp : 257 °C (dec.) 

IH-NMR (DMSO-de) 8 ppm: 1.23-1.57 (m, 4H), 1.27 (s, 9H), 1.83-2.03 (m, 4H), 
15 2.23-2.35 (m, IH), 2.98-3.15 (m, IH), 6.80 (d, IH, J = 8.1 Hz), 7.87 (d, 2H, J = 9.0 
Hz), 8.34 (d, 2H, J = 9.0 Hz), 9.21 (s, IH), 10.20 (s, IH). 
1-85 

mp : 256-258 °C 

iH-NMR (DMSO-de) 6 ppm: 1.22-1.53 (m, 4H), 1.26 (s, 9H), 1.79-2.01 (m, 4H), 
20 2.25 (s, 3H), 2.28-2.42 (m, IH), 2.97-3.02 (m, IH), 6.71 (d, IH, J = 0.9 Hz), 6.80 
(d, IH, J = 8.1 Hz), 11.91 (s, IH). 
1-86 

mp : 228-230 °C 

IH-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.48 (m, 2H), 1.55-1.70 (m, 2H), 
25 1.87-1.98 (m, 2H), 2.08-2.17 (m, 2H), 2.20-2.32 (m, IH), 3.15-3.27 (m, IH), 3.50 
(t, 4H, J = 5.7 Hz), 3.69 (t, 4H, J = 5.7 Hz), 6.72 (d, 2H, J = 9.0 Hz), 7.29-7.33 (m. 
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2H). 
1-87 

mp : 183-184 °C 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.48 (m, 4H), 1.73-1.89 (m, 4H), 
5 1.90-2.00 (m, 2H), 2.16-2.28 (m, IH), 2.28 (t, 2H, J = 7.5 Hz), 2.51-2.54 (m, 2H), 
2.97-3.13 (m, IH), 3.58 (s, 3H), 6.79 (d, IH, J = 8.7 Hz), 7.08 (d, 2H, J = 8.7 Hz), 
7.49 (d, 2H, J = 8.4 Hz), 9.73 (s, IH). 
1-88 

mp : 217-218 °C 

10 iH-NMR (CD3OD) 8 ppm: 1.36 (s, 9H), 1.36-1.46 (m, 2H), 1.55-1.69 (m, 2H), 
1.83-2.00 (m, 4H), 2.07-2.18 (m, 2H), 2.26-2.36 (m, 3H), 2.61 (t, 2H, J = 7.5 Hz), 
3.14-3.26 (m, IH), 7.13 (d, 2H, J = 8.1 Hz), 7.44 (d, 2H, J = 8.1 Hz). 

1-89 

iH-NMR (CDCI3) 6 ppm: 0.08 (d, 6H, J = 3.3 Hz), 0.88(8, 9H), 1.21-1.36 (m, 
15 2H), 1.39 (s, 9H), 1.61-1.74 (m, 2H), 1.88-2.23 (m, 6H), 3.06-3.11 (m, IH), 
3.24-3.74 (m, 4H), 3.92 (d, IH, J = 9.6 Hz). 4.48-4.56 (m, IH), 6.47 (d, 2H, J = 9.0 
Hz), 7.17 (s, IH), 7.32 (d, 2H. J = 9.0 Hz). 

1—90 

mp : amorphous 

20 iH-NMR (CD3OD) 8 ppm: 1.36 (s, 9H), 1.36-1.47 (m, 2H), 1.56-1.70 (m, 3H), 
1.88-2.30 (m, 6H), 3.05-3.49 (m, 5H), 4.50 (brs, IH), 6.50 (d, 2H, J = 9.0 Hz), 
7.29 (d, 2H, J = 9.0 Hz). 
1—91 

mp : 105-106 °C 

25 iH-NMR (CDCI3) 6 ppm: 0.92(t, 3H, J = 7.3 Hz), 1.25-1.27(m, 2H), 1.36(d, 6H, 
J = 6.9 Hz), 1.51-1.59(m, 2H), 2.56(t, 2H, J = 7.8 Hz), 3.27(sept, IH, J = 6.9 Hz), 
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7.12(d, 2H, J = 8.6 Hz), 7.32(t, IH, J = 7.8 Hz), 7.45(brd, IH, J = 7.8 Hz), 7.53(d, 
2H, J = 8.6 Hz), 7.58(d, IH, J = 7.8 Hz), 7.71-7. 72(m, 2H), 8.27(s, IH). 
1-92 

mp : 163-164 °C 

5 IH-NMR (CDCI3) 5 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.39(m, 2H), 1.55- 
1.65(m, 2H), 1.87(s, 3H), 1.95(s, 3H), 2.60(t, 2H, J = 7.6 Hz), 7.07(d, 2H, J = 8.4 
Hz), 7.18(d, 2H, J = 8.5 Hz), 7.54(d, 2H, J = 8.5 Hz), 7.91(brs, IH), 8.18(d, 2H, 
J = 8.4 Hz), 8.77(s, IH). 
1—93 
10 mp : 173 °C 

iH-NMR (CDCI3) 8 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.40(m, 2H), 1.39(d, 6H, 
J = 6.9 Hz), 1.55-1.62(m, 2H), 2.60(t, 2H, J = 7.8 Hz), 3.13(sept, IH, J = 6.9 Hz), 
4.39(d, 2H, J = 6.3 Hz), 4.45(t, IH, J = 6.3 Hz), 7.18(d, 2H, J = 8.7 Hz), 7.46(d, 
2H, J = 8.7 Hz), 7.54 (d, 2H, J = 8.7 Hz), 7.80(s, IH), 7.85(d, 2H, J = 8.7 Hz). 
15 1-94 

mp : 159-160 °C 

iH-NMR (CDCI3) 6 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.39(m, 2H), 1.54- 
1.80(m, 2H), 1.79(s, 3H), 1.80(s, 3H), 2.60t, 2H, J = 7.7 Hz), 3.18(s, 3H), 7.18(d, 
2H, J = 8.5 Hz), 7.30(d, 2H, J = 8.8 Hz), 7.52(d, 2H, J = 8.5 Hz), 7.70(brs, IH), 
20 7.84(d, 2H, J = 8.8 Hz), 8.77(s, IH). 
1-95 

mp : 177-178 °C 

iH-NMR (CDCI3) 8 ppm: 0.94(t, 3H, J = 7.2Hz), 1.31-1.48(m, 8H), 1.54- 
1.66(m, 2H), 2.55(s, 3H), 2.62(t, 2H, J = 7.6Hz), 3.92(sept, IH, J = 6.6Hz), 
25 7.20(d, 2H, J = 8.45Hz), 7.74(d, 2H, J = 8.5Hz), 9.01(brs, IH), 9.17(s, IH). 
1—96 
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mp : 220-223 °C 

IH-NMR (CDCI3) 5 ppm: 0.93(t, 3H, J = 7.3Hz), 1.28-1.42(m, 2H), 1.50(d, 6H, 
J = 6.8Hz), 1.54-1.65(m, 2H), 2.62(t, 2H, J = 7.6Hz), 4.08(sept, IH, J = 7.1Hz), 
7.20(d, 2H, J = 8.5Hz), 7.48(d, 2H, J = 8.5Hz), 7.71(brs, IH), 8.51(brs, IH), 
5 8.95(s, IH). 
1-97 

mp : 195-197 °C 

iH-NMR (CDCI3) 6 ppm: 0.91(t, 3H, J = 7.6Hz), 0.94(t, 3H, J = 7.3Hz), 
1.32-1.44(m, 6H), 1.54-1.64(m, 2H), 1.66-1.78(m, 2H), 2.62(t, 2H, J = 7.7Hz), 
10 2.86(brs, 2H), 3.98(sept, IH, J = 7.1Hz), 7.19(d, 2H, J = 8.5Hz), 7.63(d, 2H, J = 
8.4Hz), 8.72(brs, IH), 8.81(brs, IH). 
1-98 

mp : 216-218 °C 

iH-NMR (CDCI3+CD3OD) 6 ppm: 0.93(t, 3H, J = 7.4Hz), 1.29-1.40(m, 2H), 
15 1.43(d, 2H, J = 6.9Hz), 1.51-1.63(m, 2H), 2.60(t, 2H, J = 7.8Hz), 3.65(sept, IH, 
J = 6.9Hz), 7. 18(d, 2H, J = 8.5Hz), 7.22(d, IH, J = 8.8Hz), 7.55(d, 2H, J = 8.5Hz), 
8.18(dd, IH, J = 8.8, 2.4Hz), 8.63(d, IH, J = 2.4Hz). 

1-99 

mp : 201-202 t 

20 IH-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.40(m, 2H), 1.49(d, 2H, 
J = 7.1Hz), 1.51-1.63(m, 2H), 2.59(t, 2H, J = 7.7Hz), 4.22(sept, IH, J = 7.lHz), 
7.16(d, 2H, J = 8.4Hz), 7.41(brs, IH), 7.52(d, 2H, J = 8.4Hz), 8.10(brs, IH), 
8.13(d, IH, J = 2.2Hz), 8.61(brs, IH). 
I - 1 0 0 

25 mp : 160-162 °C 

iH-NMR (CDCI3) 6 ppm: 0.93(t, 3H, J = 7.3Hz), 1.22-1.42(m, 2H), 1.45(d, 2H, 
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J = 6.9Hz), 1.51-1.63(m, 2H), 2.61(t, 2H, J = 7.8Hz), 3.37(sept, IH, J = 6.9Hz), 
6.89(brs, IH), 7. 19(d, 2H, J = 8.4Hz), 7.65(d, 2H, J = 8.4Hz), 7.80(dd, IH, J = 8.4, 
2.4Hz), 8.27(d, IH, J = 8.4Hz), 8.45(d, IH, J = 2.4Hz), 9.75(brs, IH). 
I — 101, 1 — 214 
5 mp : 192-194 °C 

IH-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.27-1.41(m, 2H), 1.35(s, 9H), 
1.50-1.66(m, 2H), 2.60(t, 2H, J = 7.6Hz), 5.58(brs, IH), 7.07(d, 2H, J = 8.5Hz), 
7.17(d, 2H, J = 8.5Hz), 7.52(d, 2H, J = 8.5Hz), 7.71(brs, IH), 7.79(d, 2H, J = 
8.5Hz). 
10 1 — 10 2 

mp : 216-217 °C 

iH-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.26-1.42(m, 2H), 1.45(s, 9H), 
1.70-1.83(m, 2H), 2.60(t, 2H, J = 7.7Hz), 6.42(brs, IH), 7.18(d, 2H, J = 8.5Hz), 
7.35(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.68(brs, IH), 7.82(d, 2H, J = 
15 8.5Hz). 

1—10 3 

iH-NMR (CDCI3) 6 ppm: 0;91(t, 3H, J = 7.3 Hz), 1.28-1.36(iii, 2H), 1.32(d, 6H, 
J = 6.9 Hz), 1.49-1.59(m, 2H), 2.54(t, 2H, J = 7.7 Hz), 3.23(sept, IH, J = 6.9 Hz), 
3.46(s, 3H), 6.76(brs, IH), 6.91(d, 2H, J = 8.2 Hz), 6.99(d, 2H, J = 8.8 Hz), 7.03(d, 
20 2H, J = 8.2 Hz), 7.25(d, 2H, J = 8.8 Hz). 
1 — 10 4 
mp : 182-183 °C 

iH-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.40(m, 2H), 1.51- 
1.63(m, 2H), 1.64-1.88(m, 4H), 1.90-2.23(m, 4H), 2.60(t, 2H, J = 7.6Hz), 3.39(m, 
25 IH), 6.16(brs, IH), 7.07(d, 2H, J = 8.5Hz), 7.16(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.74(brs, IH), 7.77(d, 2H, J = 8.5Hz). 
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1-10 5 
mp : 190-191 °C 

iH-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.41(m, 2H), 1.52- 
1.69(m, 4H), 1.75-1.90(m, 2H), 1.92-2.07(m, 4H), 2.58(t, 2H, J = 7.6Hz), 3.59(m, 
5 IH), 6.53(brs, IH), 7.18(d, 2H, J = 8.5Hz), 7.31(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.67(brs, IH), 7.84(d, 2H, J = 8.5Hz). 
1-10 6 
mp : 194-197 °C 

iH-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.41(m, 2H), 1.53- 
10 1.65(in, 2H), 1.90(s, 6H), 2.60(t, 2H, J = 7.8Hz), 6.86(brs, IH), 7.18(d, 2H, J = 
8.5Hz), 7.43(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.71(brs, IH), 7.84(d, 2H, 
J = 8.5Hz). 
1-10 7 
mp : 211-212 °C 

15 iH-NMR (CDCI3) 6 ppm:0.93(t, 3H. J = 7.3Hz), 1.24-1.40(m, 2H), 1.50- 
1.62(m, 2H), 2.60(t, 2H, J = 7.6Hz), 6.19(brs, IH), 7.17(d, 2H, J = 8.5Hz), 7.18(d, 
2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.66(brs, IH), 7.86(d, 2H, J = 8.5Hz). 
1-10 8 
mp : 298-300 °C 

20 iH-NMR (DMS0-d6) 8 ppm: 0.90(t, 3H, J = 7.3Hz), 1.22-1.39(m, 2H), 1.48- 
1.60(m, 2H), 2.54(t, 2H, J = 7.3Hz), 7.04(d, 2H, J = 8.8Hz), 7.12(d, 2H, J = 
8.5Hz), 7.64(d, 2H, J = 8.5Hz), 7.69(d, 2H, J = 8.8Hz), 9.80(s, IH). 
1-10 9 
mp : 122-123 °C 

25 IH-NMR (CDCI3) 6 ppm:0.90(t, 3H, J = 7.4Hz), 0.97(t, 3H, J = 7.7Hz), 
1.26-1.38(m, 2H), 1.30(s, 6H), 1.50-1.66(m, 4H), 1.72-1.83(m, 4H), 2.34(t, 2H, J 
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= 7.1Hz), 2.55(t, 2H, J = 7.6Hz), 3.19(q, IH, J = 6.0Hz), 4.60(brs, IH), 7.08(d, 
2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.85(s, IH). 
I - 1 1 0 
mp : 109-110 °C 

5 iH-NMR (CDCI3) 6 ppin:0.91(t, 3H, J = 7.4Hz), 1.10(d, 6H, J = 6.7Hz), 
1.29-1.38(m, 2H), 1.55(s, 9H), 1.60-1.70(m, 2H), 1.78-1.89(m, 2H), 2.26(m, IH), 
2.39(t, 2H, J = 7.0Hz), 2.57(t, 2H, J = 7.7Hz), 2.90(d, 2H, J = 6.6Hz), 3.16(brs, 
IH), 4.24(brs, IH), 7.12(d, 2H, J = 8.5Hz), 7.40(d, 2H, J = 8.5Hz). 
I - 1 1 1 
10 mp : 64-65 °C 

iH-NMR (GDCI3) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.02(t, 3H, J = 7.5Hz), 1.35(d, 
3H, J = 6.7Hz), 1.26-1.38(m, 2H), 1.48-1.69(m, 5H), 1.76-1.87(m, 2H), 2.04(m, 
IH), 2.38(t, 2H, J = 7.3Hz), 2.56(t, 2H, J = 7.6Hz), 2.91(m, IH), 3.16(brs, 2H), 
4.42(brs, IH), 7.11(d, 2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.47(br8, IH). 
15 1-112 

mp : 79-80 °C 

iH-NMR (CDCI3) 6 ppm:1.36(s, 9H), 1.52.1.62(m, 2H), 1.67-1.76(m, 2H), 
2.22(t, 2H, J = 7.4Hz), 3.16(q, 2H, J = 6.3Hz), 3.78(s, 3H), 4.33(d, 2H, J = 5.4Hz), 
4.62(brs, IH), 6.20(brs, IH), 6.85(d, 2H, J = 8.8Hz), 7.19(d, 2H, J = 8.8Hz). 
20 1-113 

mp : 125-126 °C 

IH-NMR (CDCI3) 6 ppm:1.38(s, 9H), 1.62-1.70(m, 2H), 1.76-1.88(m, 2H), 
2.46(t, 2H, J = 7.4Hz), 3.22(q, 2H, J = 6.1Hz), 4.22(t, IH, J = 6.lHz), 7.24(dd, IH, 
J = 8.9, 2.3Hz), 7.36(d, IH, J = 2.3Hz), 7.65(brs, IH), 8.29(d, IH, J = 8.9Hz). 
25 1-114 

mp : 89-91 °C 
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IH-NMR (CDCI3) 6 ppm:0.92 (t, 3H, J = 7.0Hz), 1.06 (d, 6H, J = 7.0Hz), 1.36 
(m ,1H), 1.50-1.72 (m ,5H), 1.94-2.06 (m, 2H), 2.26 (m, IH), 2.60 (t, 2H, J = 
7.7Hz), 2.84 (t, 2H, J = 7.7Hz), 2.93 (d, 2H, J = 6.3Hz), 3.20 (t, 2H, J = 6.6Hz), 
4.30 (brs, IH), 7.19 (d, 2H, J = 8.5Hz), 7.63 (d, 2H, J = 8.5Hz), 9.15(brs, IH). 
5 1-115 

mp : 94-95 °C 

iH-NMR (CDCI3) 6 ppm:0.92 (t, 3H, J = 7.5Hz), 1.03 (t, 3H, J = 7.5Hz), 
1.23-1.40 (m ,5H), 1.42-1.65 (m, 6H), 1.75 (m, IH), 2.02 (m, IH), 2.24 (t, 2H, J = 
7.0Hz), 2.59 (t, 2H, J = 8.0Hz), 2.90 (m, IH), 3.14 (q, 2H, J = 6.6Hz), 4.20 (m, 
10 IH), 4.40 (d, 2H, J = 5.4Hz), 5.70 (brs, IH), 7.14 (d, 2H, J = 8.1Hz), 7.18(d, 2H, 
J = 8.1Hz). 
1 — 116 
mp : 89-91 °C 

iH-NMR (CDCI3) 6 ppm:0.97 (t, 3H, J = 7.3Hz), 1.02 (t, 3H, J = 7.5Hz), 1.35 
15 (d, 3H, J = 7.0Hz), 1.40-1.90 (m ,9H), 2.04 (m ,1H), 2.37 (t, 2H, J = 7.0Hz), 2.90 
(m, IH), 3.17 (q, 2H, J = 6.6Hz), 3.93 (t, 2H, J = 6.6Hz), 4.32 (m, IH), 6.84 (d, 2H, 
J = 9.0Hz), 7.31 (brs, IH), 7.40 (d, 2H, J = 9.0Hz). 
1-117 
mp : 110-111 t; 

20 iH-NMR (CDCI3) 6 ppm:1.02 (t, 3H, J = 7.5Hz), 1.34 (d, 3H, J = 6.6Hz), 
1.45-1.70 (m ,3H), 1.75-1.85 (m, 2H), 2.05 (m ,1H), 2.36 (t, 2H, J = 7.5Hz), 2.90 
(m, IH), 3.16 (q, 2H, J = 6.6Hz), 3.78 (s, 3H), 4.50 (m, IH), 6.84 (d, 2H, J = 
6.8Hz), 7.42 (d, 2H, J = 6.8Hz), 7.48 (brs, IH). 
1-118 

25 mp : 113-115 °C 

iH-NMR (CDCI3) 6 ppm:0.92 (t, 3H, J = 7.0Hz), 1.20-1.34 (m ,1H), 1.37 (d, 
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6H, J = 7.0Hz), 1.48-1.70 (m, 3H), 2.43 (q, 2H, J = 6.6Hz), 2.58 (t, 2H, J = 7.7Hz), 
3.10-3.31 (m, 3H), 4.75 (m, IH), 6.04 (d, IH, J = 15.0Hz), 6.77 (dt, IH, J = 7.7, 
15.0Hz), 7.14 (d, 2H, J = 8.4Hz), 7.55 (d, 2H, J = 8.4Hz), 7.85 (brs, IH). 
1-119 
5 mp : 139-140 °C 

iH-NMR (CDCI3) 6 ppm:1.19(s, 9H), 1.47(in, 2H), 1.61(m, 2H), 2.18(t, 2H, J 
= 7.6Hz), 3.03(q, 2H, J = 6.3Hz), 4.09(t, IH, J = 5.9Hz), 6.85(brd, IH. J = 8.0Hz), 
7.00(t, IH, J = 8.0Hz), 7.16(brd, IH, J = 8.0), 7.48(br8, IH), 7.57(brs, IH). 
1-12 0 
10 mp: 183°C 

iH-NMR (CDCI3) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.20-1.58(m, 6H), 1.40(8, 9H), 
2.07(dd, IH, J = 12.9, 3.1Hz), 2.52(t, 2H, J = 7.7Hz), 2.95(dd, 2H, J = 11.5, 
2.5Hz), 3.46(m, IH), 3.88-4.07(m, 3H), 6.47(s, IH), 7.08(d, 2H, J = 8.5Hz), 
7.22(d, 2H, J = 8.5Hz). 
15 1-12 1 

mp : 163-166 °C 

iH-NMR (CDCI3) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.32-1.62(m, 6H), 1.45(s, 9H), 
1.95-2.07(m, 3H), 2.20(m, IH), 2.46(td, IH, J = 10.4, 3.7Hz), 2.37(t, 2H, J = 
7.6Hz), 3.43(brd, 2H, J = 10.4Hz), 4.80(s, IH), 7.12(d, 2H, J = 8.4Hz), 7.14(8, 
20 IH), 7.39(d, 2H, J = 8.4Hz). 
1—12 2 
mp : 188- 189 ..°C 

iH-NMR (CDCi3) 8 ppm:0.91 (t, 3H, J = 7.5Hz), 1.25-1.41 (m ,2H), 1.42 (s, 
9H), 1.50-1.62 (m ,2H), 1.78-1.95 (m ,4H), 2.00-2.20 (m ,6H), 2.57 (t, 2H, J = 
25 7.5Hz), 3.99 (brs, IH), 7.10 (brs, IH). 7.12 (d, 2H. J = 6.5Hz), 7.41 (d, 2H, J = 
6.5Hz). 
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1-12 3 
mp : 197-198 "C 

IH-NMR (CDCI3) S ppm:0.91 (t, 3H, J = 7.5Hz), 1.24-1.40 (m ,2H), 1.39 (s, 
9H), 1.50-1.70 (m ,2H), 1.99 (brs ,12H), 2.56 (t, 2H, J = 7.5Hz), 3.47 (brs, IH), 
5 7.10 (s, IH), 7.11 (d, 2H, J = 8.5Hz), 7.88 (d, 2H, J = 8.5Hz). 
1-12 4 
mp : 258-260 °C 

iH-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.62-1.81 (m, 2H), 
2.03-2.35 (m, 5H), 2.37 (s, 3H), 2.71 (s, 3H), 3.32 (m, IH), 3. .64 (d, IH, J = 
10 8.4Hz), 7.08 (brs, IH), 7.24 (m, IH), 7.33 (m, 2H), 7.60 (d, IH, J = 8.1Hz), 7.77 
(s, IH), 7.80 (d, IH, J = 8.4Hz), 8.14 (m, IH). 
1-12 5 
mp : 297-299 °C 

iH-NMR (DMSO-ds) 6 ppm:1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.01 (m, 4H), 
15 2.47 (m, IH), 2.76 (brs, IH), 3.05 (m, 2H), 6.78 (d, IH, J = 9.0Hz), 7.23 (d, IH, J 
= 9.0Hz), 7.46 (dd, IH, J = 2.0, 9.0Hz), 8.03 (d, IH, J = 2.0Hz). 
1-12 6 
mp : 198-199 °C 

iH-NMR (CDCI3) 5 ppm:l. 18-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
20 1.98-2.35 (m, 5H), 3.30 (m, IH), 3.67 (d, IH, J = 9.6Hz), 5.89 (tt, IH, J = 3.0, 
50.0Hz), 6.97 (d, IH, J = 7.8Hz), 7.21 (s, IH), 7.30-7.40 (m, 2H), 7.55 (s, IH) 
1—12 7 
mp : 262-264 °C 

iH-NMR (CDCI3) 8 ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
25 2.00-2.36 (m, 5H), 2.57 (s, 3H), 3.33 (m, IH), 3. .62 (d, IH, J = 8.7Hz), 7.28 (brs, 
IH), 7.62 (d, 2H, J = 8.7Hz), 7.94 (d, 2H, J = 8.7Hz). 
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1-12 8 
mp : 252-254 °C 

iH-NMR (CDCI3) 8 ppm:1.18-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.79 (m, 2H), 
1.99-2.30 (m, 5H), 2.46 (s, 3H), 3.32 (m, IH), 3. .64 (m, IH), 7.11 (brs, IH), 7.23 
5 (d, 2H, J = 9.0Hz), 7.44 (d, 2H, J = 9.0Hz). 
1-12 9 
mp : >300 °C 

iR-NMR (CDCI3+CD3OD) 6 ppm:1.30-1.45(m, 2H), 1.42(s, 9H), 1.70.1.88(m, 
2H), 2.10-2.37(m, 4H), 2.52(m, IH), 3.34(m, IH), 7.43-7.54(ia, 3H), 7.82(d, IH, J 
10 = 6.7Hz), 7.88(d, IH, J = 8.5Hz), 7.98-8.07(in, 2H), 8.44(s, IH), 8.46(s, IH). 
1-13 0 
mp : 123-124 °C 

iH-NMR (CDCI3) 6 ppm:1.18-1.34(m, 2H), 1.40(s, 9H), 1.62-1.75(m, 2H), 
2.00-2. 28(m, 5H), 3.31(m, IH), 3.61(d, IH, J = 9.5Hz), 5.59(s, IH), 7.17(s, IH), 
15 7.30-7.37(m, 6H), 7.41(d, IH, J = 8.5Hz), 7.84(d, IH, J = 2.1Hz). 
1-13 1 
mp : 202-204 °C 

IH-NMR (CDCI3) 6 ppm:1.27-1.38(m, 2H), 1.38(s, 9H), 1.62-1.75(m, 2H), 
1.97-2.04(m, 2H), 2.18-2. 27(m, 3H), 3.26(m, IH), 3.81(s, 3H), 4.62(d, IH, J = 
20 7.9Hz), 7.12(d, IH, J = 7.8Hz), 7.40(t, IH, J = 7.8Hz), 7.51(s, 3H), 7.61(d, IH, J 
= 7.8Hz), 7.71(s, IH), 8.21(brs, IH). 
1-13 2. 
mp : 236-237 °C 

iH-NMR (CDCI3) 6 ppm:1.23-1.43(m, 2H), 1.41(s, 9H), 1.66-1.80(m, 2H), 
25 2.08-2. 12(m, 2H), 2.23-2.31(m, 3H), 3.34(m, IH), 3.87(d, IH, J = 9.5Hz), 4.02(8, 
3H), 7.30(td, IH, J = 7.3, l.lHz), 7.36(8, IH), 7.39(td, IH, J = 7.3, 1.5Hz), 

190 

I 
I 



wo 01/37826 



PCT/JPOO/08197 



7.53(brd, IH, J = 7.3Hz), 7.84(brd, IH, J = 7.3Hz), 8.05(s, IH), 8.73(s, IH). 
1-13 3 
mp : 198-200 °C 

iH-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 0.97(t, 3H, J = 6.7Hz), 
5 1.18-1.81(m, 7H), 1.39(s, 9H), 1.98-2.05(m, 2H), 2.21.2.24(iii, 3H), 3.29(m, IH), 

4.00(dd, IH, J = 10.7, 6.7Hz), 4.09(dd, IH, J = 10.7, 6.1Hz), 4.27(d, IH, J = 

9.8Hz), 6.37(d, IH, J = 15.9Hz), 7.47(d, 2H, J = 8.5Hz), 7.59(d, 2H, J = 8.5Hz), 

7.62(d, IH, J = 15.9Hz), 7.83(brs, IH). 

1-13 4 
10 mp : 212-213 °C 

iH-NMR (CDCI3) 6 ppm:1.21.1.32(m, 2H), 1.39(s, 9H), 1.59-1.73(m, 2H), 

1.99-2.04(in, 2H), 2.10-2.26(m, 3H), 3.26(m, IH), 3.72(d, IH, J = 9.6Hz), 6.74(m, 

IH), 7.02(d, 2H, J = 7.4Hz), 7.11(t, IH, J = 7.4Hz), 7.13-7.19(in, 2H), 7.22- 

7.26(111, 2H), 7.34(t, 2H, J = 7.4Hz). 
15 1-13 5 

mp : 294-296 °C 

iH-NMR (DMSO-ds) 6 ppm:1.27 (s, 9H), 1.28-1.55 (m, 4H), 1.81-2.05 (m, 4H), 

2.26 (m, IH), 2.98-3.20 (m, 2H), 6.78 (d, IH, J = 9.0Hz), 7.31 (t, IH, J = 7.5Hz), 
7.54-7.72 (m, 5H), 7.94 (brs, IH). 

20 1-13 6 

mp : >300 °C 

iH-NMR (DMSO-de) 5 ppm:1.28 (s, 9H), 1.29-1.59 (m, 4H), 1.81-2.02 (m, 4H), 

2.27 (m, IH), 3.06 (m, IH), 6.81 (d, IH, J = 8.7Hz), 7.38 (t, IH, J = 7.2Hz), 7.48 
(t, 2H, J = 7.2Hz), 7.62-7.81 (m, lOH), 9.93 (brs, IH). 

25 I — 1 3 7 

mp : 291-292 °C 
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iH-NMR (CDCI3) 5 ppm:1.25-1.39 (m, 2H), 1.41 (s, 9H), 1.61-1.80 (m, 2H), 
2.01-2.36 (m, 5H), 3.32 (m, IH), 3.63 (d, IH, J = 9.3Hz), 7.20 (brs, IH), 7.53-7.74 
(m, 8H). 
1-13 8 
5 mp : 259-262 °C 

iH-NMR (CD3OD) 8 ppm:1.40 (s, 9H), 1.40-1.80 (m, 4H), 2.00-2.30 (m, 4H), 
2.45 (m, IH), 3.00 (s, 3H), 3.15-3.30 (m, 2H), 7.90 (d, IH, J = 8.4Hz), 8.12 (d, IH, 
J = 9.0Hz), 8.39 (d, IH, J = 9.0Hz), 8.72 (s, IH), 8.92 (d, IH, J = 8.4Hz), 10.4 (s, 
IH). 
10 1-13 9 

mp : 265-268 

iH-NMR (CDCI3) 8 ppm:1.25-1.40(m, 2H), 1.40(s, 9H), 168-1. 81(m, 2H), 
2.05-2.10(111, 2H), 2.23-2.37(m, 3H), 3.32(in, IH), 4.27(d, IH, J = 9.1Hz), 7.53(t, 
IH, J = 7.9Hz), 7.63(td, IH, J = 7.9, 1.4Hz), 7.77(d, IH, J = 7.9Hz), 8.03(d, IH, 
15 J = 7.9Hz), 8.37(brs, IH), 8.85-8. 86(m, 2H). 
1—14 0 
mp : 258-260 °C 

iH-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.52-1.85 (m, 2H), 
2.03-2.35 (m, 5H), 3.34 (m, IH), 3.75 (m, IH), 7.85-7.66 (m, 3H), 8.05 (d, IH, J 
20 = 9.0Hz), 8.11 (d, IH, J = 9.0Hz), 8.40 (brs, IH), 8.83 (s, IH). 
1-14 1 
mp : 205-206 °C 

iH-NMR (CDCI3) 8 ppm:1.20-1.37(m, 2H), 1.40(s, 9H), 1.43-1.62(m, 2H), 
1.90-2.01(m, 2H), 2.02-2.23(m, 3H), 3.27(m, IH), 3.63(d, IH, J = 9.6Hz), 3.70(s, 
25 3H), 6.64(d, IH, J = 8.8Hz), 7.28-7. 41(m, 5H), 7.45(brs, IH), 8.26(d, IH, J = 
8.8Hz). 
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1-14 2 
mp : 277-280 °C 

iH-NMR (CDCI3) 6 ppm:0.23-0.34(m, 2H), 1.34(s, 9H), 1.34-1.55(m, 5H), 
1.76-1.80(m, 2H), 2.97(m, IH), 3.31(d, IH, J = 9. GHz), 7.18(s, IH), 7.50-7.59(m, 
5 4H), 7.77(dd, IH, J = 7.4, l.OHz), 7.91-7.98(m, 2H), 8.39(dd, IH, J = 7.4, 1.9Hz). 
1-14 3 
mp : 202-203 °C 

iH-NMR (CDCI3) 6 ppm:1.23-1.40(m, 2H), 1.40(s, 9H), 1.57-1.71(m, 2H), 
2.05-2. 10(m, 2H), 2.18-2.28(m, 3H), 3.31(m, IH), 3.91(s, 3H), 3.93(s, 3H), 4.05(d, 
10 IH, J = 9.5Hz), 8.15(s, IH), 9.56(s, IH). 
1 — 14 4 
mp : 177-178 °C 

IH-NMR (CDCI3) 6 ppm:1.27.1.39(m, 2H), 1.40(s, 9H), 1.65-1.79(m, 2H), 
2.04-2. 07(m, 2H), 2.12-2. 34(m, 3H), 3.22(m, IH), 3.93(d, IH, J= 9.lHz), 6.90- 
15 7.03(m, 3H), 7.25(m, IH), 7.77(dd, IH, J = 4.9, 1.7Hz), 7.81(brs, IH), 8.72(dd, 
IH, J = 7.8, 1.5Hz). 
1 — 14 5 
mp : >300 °C 

iH-NMR (DMSO-de) 6 ppm:1.30(s, 9H), 1.44-1.70(m, 4H), 2.05-2. 19(m, 4H), 
20 2.73(m, IH), 3.18(m, IH), 6.86(d, IH, J = 8.8Hz), 7.62(t, 2H, J = 8.5Hz), 7.86(t, 
2H, J = 8.5Hz), 7.89(d, 2H, J = 8.5Hz), 8.16(d, 2H, J = 8.5Hz). 
1-14 6 
mp : 240-242 °C 

iH-NMR (DMSO-de) 8 ppm:1.26-1.53(m, 4H), 1.27(s, 9H), 1.74-1.83(m, 2H), 
25 1.90-1. 97(m, 2H), 2.26(m, IH), 3.04(m, IH), 6.59(brs, IH), 6.74-6.79(m, 3H), 
7.74(s, IH), 10.32(s, IH), 12.80(s, IH). 
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1-14 7 
mp : 167-169 °C 

iH-NMR (CDCI3) 5 ppm:1.05-1.28 (m, 2H), 1.38 (s, 9H), 1.47-1.70 (m, 2H), 
1.80-2.00 (m, 3H), 2.13-2.25 (m, 2H), 2.75 (t, 2H, J = 6.9Hz), 3.24 (m, IH), 3.49 
5 (dt, 2H, J = 6.3, 6.9Hz), 3.58 (d, IH, J = 8.7Hz), 3.87 (s, 6H), 5.40 (brs, IH), 6.71 
(m, 2H), 6.82 (d, IH, J = 8.7Hz). 
1-14 8 
mp : 171-172 °C 

iH-NMR (CDCI3) 8 ppin:1.16-1.38 (m, 2H), 1.39 (s, 9H), 1.50-1.79 (m, 4H), 
10 1.85-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.35-2.56 (m, 6H), 3.25 (m, IH), 3.33 (q, 
2H, J = 6.0Hz), 3.63 (d, IH, J = 9.0Hz), 3.72 (t, 4H, J = 4.6Hz), 6.77 (brs, IH). 
1-14 9 

IH-NMR (CDCI3) 8 ppm:1.20-1.36 (m, 2H), 1.28 (t, 3H, J = 7.2Hz), 1.39 (s, 
9H), 1.45-1.70 (m, 2H), 1.85-2.30 (m, 7H), 2.43 (s, 3H), 3.05-3.42 (m, 3H), 
15 3.46-3.80 (m, 3H), 7.31 (d, IH, J = 7.2Hz), 7.40-7.52 (m, 3H), 8.18 (brs, IH). 
1-15 0 
mp : 203-204 °C 

iH-NMR (CDCI3) 6 ppm:1.15-1.37 (m, 2H), 1.39 (s, 9H), 1.42-1.70 (m, 2H), 
1.85-2.29 (m, 5H), 2.76 (t, 2H, J = 6.0Hz), 3.26 (m, IH), 3.49 (q, 2H, J = 6.0Hz), 
20 3.61 (m, IH), 4.03 (s, 2H), 5.88 (brs, IH), 7.15 (dd, IH, J = 7.0, 8.8Hz), 7.30-7.35 
(m, 2H). 
1-15 1 
mp : 181-183 °C 

IH-NMR (CDCI3) 8 ppm:l. 15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.64 (m, 2H), 
25 1.88-2.05 (m, 3H), 2.15-2.25 (m, 2H), 2.69 (t, 2H, J = 6.0Hz), 3.28 (m, IH), 3.47 
(q, 2H, J = 6.0Hz), 3.58 (d, IH, J = 9.9Hz), 3.87 (s, 2H), 5.83 (brs, IH), 7.00 (m, 
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IH), 7.20 (m, 2H). 
1-15 2 
mp : 222-224 °C 

iH-NMR (CDCI3) 6 ppm:1.16-1.37 (m, 2H), 1.39 (s, 9H), 1.49-1.70 (m, 2H), 
5 1.90-2.25 (m, 5H), 3.26 (m, IH), 3.36 (t, 2H, J = 6.4Hz), 3.66 (dt, 3H, J = 6.0, 
6.4Hz), 5.87 (t, IH, J = 6.0Hz), 7.58 (s, IH), 7.68 (dd, IH, J = 7.0, 8.5Hz), 7.83 
(dd, IH, J = 7.0, 8.5Hz), 8.19 (t, 2H, J = 8.5Hz). 
1-15 3 
mp : 207-209 °C 

10 iH-NMR (CDCI3) 6 ppm:1.05-1.25 (m, 2H), 1.38 (s, 9H), 1.40-2.03 (m, lOH), 
2.05-2.25 (m, 2H), 2.58 (s, 3H), 2.76 (m, IH), 3.05-3.35 (m, 2H), 3.97 (d, IH, J = 
9.5Hz), 4.94 (t, IH, J = 4.0Hz), 8.42 (d, IH, J = 5.5Hz), 8.97 (d, IH, J = 5.5Hz). 
1-15 4 
mp : 184-185 °C 

15 IH-NMR (CDCI3) 8 ppm: 1.05-1.25 (m, 2H), 1.37 (s, 9H), 1.50-1.69 (m, 2H), 
1.85-2.05 (m, 3H), 2.10-2.21 (m, 2H), 3.24 (m, IH), 3.64 (m, IH), 4.87 (s, IH), 
4.88 (s, IH), 5.67 (brs, IH), 7.42 (d, 2H, J = 5.5Hz), 7.52 (m, 2H), 7.78 (m, IH), 
7.82 (m, IH), 7.95 (d, IH, J = 7.0Hz). 
1-15 5 

20 mp : 208-210 °C 

iH-NMR (DMSO-de) 6 ppm:1.26 (s, 9H), 1.27-1.50 (m, 4H), 1.75-2.00 (m, 4H), 
2.16 (m, IH), 2.81 (s, 3H), 3.02 (m, IH), 6.79 (d, IH, J = 8.5Hz), 10.00 (s, IH), 
10.66 (s, IH). 
1-15 6 
25 mp : 256-257 °C 

iH-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.81 (m, 2H), 
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2.01-2.35 (m, 5H), 2.69 (t, 2H, J = 6.0Hz), 3.11 (t, 2H, J = 6.0Hz), 3.30 (m, IH), 
3.61 (d, IH, J = 9. 3Hz), 7.21 (d, IH, J = 8.0Hz), 7.31 (s, IH), 7.70 (d, IH, J = 
8.0Hz), 7.99 (s, IH). 
1-15 7 
5 mp : 269-271 °C 

iH-NMR (CDCI3) 8 ppm:1.20-1.45 (m, 2H), 1.41 (s, 9H), 1.70-1.90 (m, 2H), 
2.10-2.45 (m, 5H), 3.37 (m, IH), 3.68 (m, IH), 7.45 (dd, IH, J = 4.0, 8.0Hz), 7.53 
(brs, IH), 7.72 (t, IH, J = 8.0Hz), 7.83 (d, IH, J = 8.0Hz), 8.02 (d, IH, J = 8.0Hz), 
8.18 (d, IH, J = 8.0Hz), 8.93 (d, IH, J = 4.OH2). 
10 1-15 8 

mp : 253-255 °C 

iH-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.42 (s, 9H), 1.60-1.90 (m, 2H), 
2.06-2.50 (m, 5H), 2.72 (s, 3H), 3.33 (m, IH), 3.78 (d, IH, J = 9.2Hz), 7.52 (t, 
IH, J = 7.0Hz), 7.62-7.80 (m, 2H), 7.94 (brs, IH), 8.05 (d, IH, J = 8.5Hz), 8.20 (s, 
15 IH). 

1-15 9 
mp : 253-255 °C 

IH-NMR (CDCI3) 8 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.80 (m, 2H), 
1.98-2.30 (m, 5H), 2.71 (s, 3H), 3.31 (m, IH), 3.68 (d, IH, J = 9.0Hz), 7.41 (brs, 
20 IH), 7.61 (d, 2H, J = 9.0Hz), 7.70 (d, 2H, J = 9.0Hz). 
1-16 0 
mp : 211-212 °C 

iH-NMR (CDCI3) 8 ppm:1.20-1.32 (m, 2H), 1.39 (t, 3H, J = 7.0Hz), 1.40 (s, 
9H), 1.55-1.79 (m, 2H), 1.98-2.35 (m, 5H), 3.31 (m, IH), 3.65 (d, IH, J = 9.5Hz), 
25 4.03 (q, 2H, J = 7.0Hz), 6.64 (d, IH, J = 8.0Hz), 6.92 (d, IH, J = 8.0Hz), 7.10 (s, 
IH), 7.19 (t, IH, J = 8.0Hz), 7.30 (brs, IH). 
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1-16 1 
mp : 202-203 °C 

iH-NMR (CDCI3) 6 ppm:0.96 (t, IH, J = 7.3Hz), 1.29-1.39 (m, 2H), 1.40 (s, 
9H), 1.41-1.58 (m, 2H), 1.60-1.80 (m, 4H), 1.98-2.31 (m, 5H), 3.31 (m, IH), 3.66 
5 (d, IH, J = 8.5Hz), 3.96 (t, 2H, J = 6.4Hz), 6.64 (d, IH, J = 8.0Hz), 6.90 (d, IH, 
J = 8.0Hz), 7.11 (8, IH), 7.19 (t, IH, J = 8.0Hz), 7.31 (brs, IH). 
1 — 16 2 
mp : 177-180 °C 

iH-NMR (CDCI3) 8 ppm:1.18-1.38 (m, 2H), 1.39 (s, 9H), 1.59-1.78 (m, 2H), 
10 1.95-2.05 (m, 2H), 2.07-2.25 (m, 3H), 3.26 (m, IH), 3.46 (s, 3H), 4.17 (d, IH, J = 
9.6Hz), 5.15 (s, 2H), 6.77 (d, IH, J = 8.0Hz), 7.10-7.23 (m, 2H), 7.34 (s, IH), 7.58 

(8, IH). 
1—16 3 
mp : 175-178 °C 

15 iH-NMR (DMSO-ds) 6 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.78-2.00 (m, 4H), 
2.22 (m, IH), 2.96-3.15 (m, 2H), 6.67 (m, IH), 6.79 (d, IH, J = 8.5Hz), 7.18 (m, 

2H), 7.38 (s, IH), 9.81 (s, IH). 
1-16 4 
mp : 232-233 °C 

20 IH-NMR (CDCI3) 6 ppm:0.97(t, 3H, J= 7.3Hz), 1.22-1.30(m, 2H), 1.40(s, 9H), 
1.44-1.51(m, 2H), 1.67-1.77(m, 4H), 2.02-2.24(m, 5H), 3.22(m, IH), 3.62(d, IH, 
J = 9.6Hz), 4.25(t. 2H, J = 6.8Hz), 6.71(d, IH, J = 8.4Hz), 7.01(brs, IH), 7.91(dd, 
IH, J = 8.4, 3.3Hz), 8.08(d, IH, J = 3.3Hz). 
1—16 5 

25 mp : 199-200 °C 

IH-NMR (CDCI3) 6 ppm:0.96(t, 3H, J = 7.4Hz), 1.24-1.50(m, 4H), 1.40(s, 9H), 
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1.67-1.76(m, 3H), 2.03-2.08(m, 2H), 2.24-2.35(m, 3H), 3.29(m, IH), 3.76(d, IH, 
J = 9.1Hz), 3.91(t, 2H, J = 6.6Hz), 6.41(dd, IH, J = 8.8, 2.5Hz), 6.55(d, IH, J = 
2.5Hz), 6.82(d, IH, J = 8.8Hz), 7.43(s, IH), 8.95(8, IH). 
1-16 6 
5 mp : 215-218 °C 

iH-NMR (CDCI3+CD3OD) 5 ppm:0.97(t, 3H, J = 7.4Hz), 1.24-1.40(m, 4H), 
1.39(s, 9H), 1.42-1.50(m, 2H). 1.54-1.72(in, 2H), 1.76-1.82(m, 2H), 1.91-2.00(m, 
2H), 2.06-2.22(m, 3H), 3.24(m, IH), 4.00(t, 2H, J = 6.6Hz), 6.78(d, IH, J = 
8.8Hz), 6.98(dd, IH, J = 8.8, 2.5Hz), 7.09(d, IH, J = 8.8Hz). 
10 1-16 7 

mp : 212-213 °C 

iH-NMR (CDCI3) 8 ppm:0.96(t, 3H, J = 7.5Hz), 1.26-1.34(in, 2H), 1.40(s, 9H), 
1.45-1.50(m, 2H), 1.68-1.77(m, 4H), 2.03-2.08(m, 2H), 2.17(m, IH), 2.26-2.29(m, 
2H), 3.29(m, IH), 3.60(d, IH, J = 9.0Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, IH, J = 
15 8.4Hz), 7.01(brs, IH), 7.91(dd, IH, J = 8.4, 3.3Hz), 8.08(d, IH, J = 3.3Hz). 
1-16 8 
mp : 230-232 °C 

IH-NMR (CDCI3) 6 ppm:1.22-1.35(m, 2H), 1.40(s, 9H), 1.63-1.77(m, 2H), 
2.03-2. 08(m, 2H), 2.15-2.29(m, 3H), 3.31(m, IH), 3.63(d, IH, J = 9.3Hz), 6.89(d, 
20 IH, J = 9.4Hz), 7.10(brd, 2H, J = 7.4Hz), 7.12(brs, IH), 7.18(t, IH, J = 7.4Hz), 
7.36(brt, 2H, J = 7.4Hz), 8.09-8. 15(m, 2H). 
1-16 9 
mp : 159-160 °C 

IH-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3), 1.20-1.35(m, 2H), 1.40(s, 9H), 
25 1.37-1.49(m, 2H), 1.61-1.78(m, 4H), 2.05-2.08(m, 2H), 2.23-2.26(m, 2H), 2.36(s, 
3H), 2.97(brs, IH), 3.32(m, IH), 3.86(brs, IH), 4.30(t, 2H, J = 6.5Hz), 6.25(s, 
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IH), 7.92(brs, IH). 
1-17 0 
mp : 180-181 °C 

iH-NMR (CDCI3) 8 ppm:0.88-0.89(m, 2H), 1.39(s, 9H), 1.42-1.60(m, 2H), 
5 1.86-1.90(m, 2H), 2.04-2.09(m, 2H), 2.42(s, 3H), 2.91(m, IH), 3.20(m, IH), 
3.63(d, IH, J = 9.2Hz), 6.38(s, IH), 7.15(m, 2H), 7.28(in, IH), 7.45(m, 2H), 
7.84(brs, IH). 
1-17 1 
mp : 173-174 °C 

10 iH-NMR (CDCI3) 8 ppm:0.98(t, 3H, J = 7.5Hz), 1.29-1.40(m, 2H), 1.40(s, 9H), 
1.55(m, 2H), 1.62-1.83(m, 4H), 2.09-2. 12(m, 2H). 2.24-2. 32(m, 3H), 3.32(m, IH), 
3.63(d, IH, J = 9.5Hz), 3.99(t, 2H, J = 6.4Hz), 7.22(dd, IH, J = 9.4, 2.7Hz), 
7.66(d, IH, J = 2.7Hz), 8.63(d, IH, J = 9.4Hz), 10.17(s, IH). 
1-17 2 

15 mp : 238-242 °C 

iH-NMR (CDCI3) 8 ppm:0.96(t, 3H, J = 7.3Hz), 1.23-1.52(m, 4H), 1.40(s, 9H), 
1.61-1. 78(m, 4H), 2.05-2.28(m, 5H), 3.30(m, IH), 3.66(d, IH, J = 9.4Hz), 
3.84(brs, 2H), 3.90(t, 2H, J = 6.4Hz), 6.32-6.35(m, 2H), 6.96(brs, IH), 6.97(d, IH, 
J = 9.4Hz). 

20 1-17 3 

mp : 165-166 °C 

IH-NMR (CDCI3) 8 ppm:1.23-1.26(m, 2H), 1.40(s, 9H), 1.67-1.72(m, 2H), 
2.01-2.06(m, 2H), 2.11-2.28(m, 3H), 3.31(m, IH), 3.60(s, 2H), 3.69(s, 3H), 
4.02(brs, IH), 7.01(d, IH, J = 8.0Hz), 7.25(t, IH, J = 8.0Hz), 7.43(d, IH, J = 
25 8.0Hz), 7.49(brs, IH), 7.51(brs, IH). 
1-17 4 
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mp : 264-265 °C 

iH-NMR (CDCI3+CD3OD) 6 ppm: 1.26-1.29(m, 2H), 1.39(s, 9H), 1.62-1.69(m, 
2H), 1.96-2.00(m, 2H), 2.18-2. 21(m, 3H), 3.25(m, IH), 3.58(s, 2H), 7.01(d, IH, J 
= 7.5Hz), 7.26(t, IH, J = 7.5Hz), 7.42(brs, IH), 7.50(d, IH, J = 7.5Hz). 
5 1-17 5 
mp : 90-94 °C 

iH-NMR (CDCI3) 6 ppm:1.16-1.23(m, 2H), 1.37(s, 9H), 1.44-1.56(m, 2H), 
1.73-1.85(in, 3H), 2.11-2. 15(m, 2H), 3.67(t, 2H, J = 6.4Hz), 3.21(m, IH), 3.58(m, 
2H), 3.84(d, IH, J = 9.3Hz), 5.56(brs, IH), 7.01(s, IH), 7.11(t, IH, J = 7.5Hz), 
10 7.21(t, IH, J = 7.5Hz), 7.38(d, IH, J = 7.5Hz), 7.59(d, IH, J = 7.5Hz), 8.24(brs, 
IH). 

1-17 6 
mp : 116-118 °C 

iH-NMR (CDCI3) 8 ppm:l. 18-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
15 1.95-2.30 (m, 5H), 3.30 (m, IH), 3.69 (m, IH), 3.80 (s, 3H), 4.64 (s, 2H), 6.67 (d, 
IH, J = 8.0Hz), 7.00 (d, IH, J = 8.5Hz), 7.15-7.24 (m, 2H), 7.32 (brs, IH). 
1-17 7 
mp : 219-220 °C 

IH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.75-2.01 (m, 
20 4H), 2.18-2.30 (m, IH), 2.95-3.15 (m, 2H), 4.61 (s, 2H), 6.56 (m, IH), 6.80 (d, IH, 
J = 8.5Hz), 7.16 (m, 2H), 7.28 (brs, IH), 9.87 (brs, IH). 
1-17 8 
mp : 170-173 °C 

IH-NMR (CDCI3) 8 ppm:1.18-1.39 (m, 2H), 1.40 (s, 9H), 1.50-1.80 (m, 2H), 
25 1.90-2.33 (m, 5H), 2.36 (s, 6H), 2.75 (t, 2H, J = 5.5 Hz), 3.30 (m, IH), 3.70 (m, 
IH), 4.08 (t, 2H, J = 5.5Hz), 6.68 (d, IH, J = 8.0Hz), 6.94 (d, IH, J = 7.5Hz), 

200 



wo 01/37826 



PCT/JPOO/08197 



7.15-7.23 (m, 2H), 7.33 (brs, IH). 
1-17 9 
mp : 191-193 °C 

iH-NMR (CDCI3) 8 ppm: 1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.80 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.30 (m, IH), 3.70 (d, IH, J = 9.5 Hz), 4.77 (s, 2H), 6.73 (d, IH, 
J = 8.0Hz), 7.04 (d, IH, J = 8.0Hz), 7.20-7.31 (m, 2H), 7.48 (brs, IH). 
1-18 0 
mp : 174-176 °C 

iH-NMR (CDCI3) 8 ppm:1.10-1.30 (m, 2H), 1.40 (s, 9H), 1.45-1.65 (m, 2H). 
10 1.81-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.58 (t, 2H, J = 6.5Hz), 3.25 (m, IH), 3.37 
(dt, 2H, J = 5.5, 6.5Hz), 3.60 (d, IH, J = 9.5Hz), 3.71 (s, 2H), 5.73 (brs, IH), 
7.20-7.40 (m, 5H). 
1-18 1 
mp : 176-178 °C 

15 IH-NMR (CDCI3) 8 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.70 (m, 6H), 
1.85-2.01 (m, 3H), 2.15-2.28 (m, 2H), 2.63 (t, 2H, J = 7.0Hz), 3.25 (dt, 2H, J = 6.0, 
7.0Hz), 3.27 (m, IH), 3.63 (m, IH), 5.35 (brs, IH), 7.17 (m, 3H), 7.29 (m, 2H). 
1 — 18 2 
mp : 152-154 °C 

20 iH-NMR (CDCI3) 6 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.65 (m, 2H), 
1.85-2.05 (m, 3H), 2.09-2.25 (m, 2H), 3.25 (m, IH), 3.45 (dt, 2H, J = 5.0, 5.0Hz), 
3.55 (t, 2H, J = 5.0Hz), 3.60 (m, IH), 4.51 (s, 2H). 5.81 (brs, IH). 7.29-7.40 (m, 
5H). 

1-18 3 
25 mp : 208-211 °C 

iH-NMR (CDCI3) 8 ppm:1.20-1.31(m, 2H), 1.39(s, 9H), 1.62-1.68(m, 2H), 
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1.98-2.25(m, 5H), 3.30(in, IH), 3.57(d, IH, J = 9.2Hz), 4.59(d, 2H , J = 5.8Hz), 
5.76(brs, IH), 7.37(dd, IH, J = 8.4, 2.0Hz), 7.46-7.52(m, 2H), 7.69(brs, IH), 
7.78-7.83(m, 3H). 
1-18 4 
5 mp : 180-182 °C 

iH-NMR (CDCI3) 6 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.60-1.69(m, 2H), 
2.05-2.09(m, 2H), 2.21.2.27(m, 3H), 3.45(m, IH), 3.64(d, IH, J = 9. GHz ), 4.77(d, 
2H, J = 4.9Hz), 7.43(d, IH, J = 8.6Hz), 7.46(br8, IH), 7.61(t, IH, J =7.7Hz), 
7.73(t, IH, J = 7.7Hz), 7.87(t, IH, J = 7.7Hz), 8.20(t, IH, J = 7.7Hz), 8.24(d, IH, 
10 J = 8.6Hz). 
1-18 5 
mp : 260-261 °C 

iH-NMR (CDCI3) 6 ppiii:1.22-1.32(m, 2H), 1.39(s, 9H), 1.60-1.70(m, 2H), 
1.97-2.01(m, 2H), 2.11(in, IH), 2.21-2.24(m, 2H), 3.30(m, IH), 3.61(d, IH, J = 
15 9.3Hz),4.95(d, 2H, J = 6.0Hz), 5.85(brs, IH), 7.33(d, IH, J = 4.8Hz), 7.62(dd, IH, 
J = 8.4, 6.9Hz), 7.75(dd, IH, J = 8.1, 6.9Hz), 8.00(d, IH, J = 8.lHz), 8.20(d, IH, 
J = 8.4Hz), 8.42(d, IH, J = 4.8Hz). 
1-18 6 
mp : 231-233 °C 

20 iH-NMR (CDCI3) 6 ppm:1.23-1.40(m, 2H), 1.40(8, 9H), 1.62-1.76(m, 2H), 
2.04-2. 10(m, 2H), 2.22-2.32(m, 3H), 3.30(m, IH), 3.95(d, IH, J = 9.3Hz), 5.04(d, 
2H, J = 4.1Hz), 7.61(d, IH, J = 5.8Hz), 7.63(br8, IH), 7.65(dd, IH, J = 8.2, 
6.9Hz), 7.73(dd, IH, J = 8.5, 6.9Hz), 7.86(d, IH, J = 8.2Hz), 8.10(d, IH, J = 
8.5Hz), 8.42(d, IH, J = 5.8Hz). 

25 1-18 7 

mp : 184-187 °C 
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iH-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3 Hz), 1.18-1.30(m, 2H), 1.39(s, 9H), 
1.42-1.65(m, 4H), 1.70-1.80(m, 2H), 1.94-2.08(m, 3H), 2. 18-2.26(m, 2H), 3.29(m, 
IH), 3.61(d, IH, J = 9.5Hz), 3.93(t, 2H, J = 6.4Hz), 4.39(d, 2H, J = 5.5Hz), 
5.67(brs, IH), 6.79-6.83(m, 3H), 7.23(t, IH, J = 7.6Hz). 
5 1-18 8 

mp : 224-226 °C 

iH-NMR (CDCI3) 8 ppm:.16-1.31(in, 2H), 1.38(s, 9H), 1.55-1.70(m, 2H), 
1.92-2.07(in, 3H), 2.17-2.23(m, 2H), 3.21(m, IH), 3.81(s, 3H), 3.83(s, 6H), 4.05(d, 
IH, J = 9.8Hz), 4.34(d, 2H, J = 5.8Hz), 5.96(brs, IH), 6.47(8, 2H). 
10 1-18 9 

mp : 217-218 °C 

IH-NMR (CDCI3) 8 ppm:1.15-1.30(m, 2H), 1.37(s, 9H), 1.52-1.66(in, 2H), 
1.90-2.06(m, 3H), 2.13-2.20(in, 2H), 2.93(s, 6H), 3.24(in, IH), 3.94(d, IH, J = 
9.5Hz), 4.30(d, 2H, J = 5.5Hz), 5.73(br8, IH), 6.69(d, 2H, J = 8.9Hz), 7.12(d, 2H, 
15 J = 8.9Hz). 

1-19 0 

mp : amorphous solid 

I 

iH-NMR (CDCI3) 6 ppm:1.17-1.32(m, 2H), 1.39(s, 9H), 1.54-1.72(m, 2H), 
1.96-2. 13(m, 3H), 2.18-2.27(m, 2H), 3.30(m, IH), 3.63(d, IH, J = 9.2Hz), 4.51(d, 
20 2H, J = 5.8Hz), 5.82(brs, IH), 7.40(d, 2H, J = 8.5Hz), 8.02(d, 2H, J = 8.5Hz), 
8.64(s, IH). 
1-19 1 
mp : 126-128 °C 

iH-NMR (CDCI3) 8 ppm:0.97(t, 3H, J = 7.4 Hz), 1.10-1.28(m, 2H), 1.36(s, 9H), 
25 1.42-1.86(m, 9H), 2.06-2. 18(m, 2H), 3.22(m, IH), 3.95(t, 2H, J = 4.5Hz), 
4.16(brs, IH), 4.85(8, 2H), 6.82-6.95(m, 3H), 7.26(t, IH, J = 7.8Hz), 8.54(brs, 
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IH). 

1-19 2 
mp : 178-181 °C 

iH-NMR (CDCI3) 6 ppm:0.96(t, 3H, J = 7.3 Hz), 1.18-1.52(m, 4H), 1.39(s, 9H), 
5 1.58-1.76(m, 4H), 1.92-2.00(m, 2H), 2.02-2.29(iii, 3H), 3.28(m, IH), 3.78(d, IH, 
J = 9.5Hz), 3.89(t, 2H, J = 6. GHz), 6.00(brs, IH), 6.78(s, 4H), 7.35(brs, IH). 
1-19 3 
mp : 187-188 °C 

iH-NMR (CDCI3+CD3OD) 6 ppm:1.21-1.40(m, 2H), 1.38(s, 9H), 1.52.1.69(m, 
10 2H), 1.90-2.00(m, 2H), 2.02-2.20(m, 3H), 3.22(m, IH), 3.75(s, 3H), 6.79(s, 4H). 
1-19 4 
mp : 251-253 °C 

IH-NMR (DMSO-de) 6 ppm:1.27(s, 9H), 1.24-1.50(m, 4H), 1.72-1.83(m, 2H), 
1.91-1.99(m, 2H), 2.16(m, IH), 3.02(m, IH), 3.82(s, 3H), 6.79(d, IH, J = 8.2Hz), 

15 7.01(d, 2H, J = 8.8Hz), 7.85(d, 2H, J = 8.8Hz), 9.72(brs, IH), 8.64(brs, IH). 
1-19 5 
mp : 183-185 °C 

IH-NMR (CDCI3) 6 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.58-1.75(m, 2H), 
2.05-2. 10(m, 2H), 2.20-2.30(m, 3H), 3.32(m, IH), 3.70(s, 2H), 3.73(s, 3H), 6.79(s, 
20 IH), 8.83(br8, IH). 
1-19 6 
mp : 185-187 °C 

iH-NMR (CDCI3) 6 ppm: 1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.44 (t, 6H, J = 7.0 
Hz), 1.60-1.80 (m, 2H), 1.95-2.35 (m, 5H), 3.30 (m, IH), 3.62 (d, IH, J = 8.9 Hz), 
25 4.06 (q, 2H, J = 7.0 Hz), 4.09 (q, 2H, J = 7.0 Hz), 6.08 (s, IH), 7.02 (s, IH), 7.36 
(8, IH). 
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1-19 7 
mp : 211-213 °C 

iH-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
2.00-2.36 (m, 5H), 2.61 (s, 3H), 3.32 (m, IH), 3.64 (d, IH, J = 9.2 Hz), 7.28 (s, 
IH), 7.43 (t, IH, J = 7.5 Hz), 7.69 (d, IH, J = 7.5 Hz). 7.85 (d, IH, J = 7.5 Hz), 
8.02 (s, IH). 
1-19 8 
mp : 268-269 °C 

iH-NMR (CDCI3) 8 ppm: 1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.42-2.32 (m, 7H), 
2.90-3.10 (m, 4H), 3.30 (m, IH), 3.68 (d, IH, J = 8.8 Hz), 6.59 (s, IH), 7.18 (d, IH, 
J = 8.7 Hz), 7.59 (d, IH, J = 8.7 Hz), 7.77 (brs, IH). 
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1-214 mp : 206-207 °C 

IH-NMR (CDCI3) 6 ppm: 0.93(t, 3H, J = 7.4 Hz), 1.30-1.42(m, 2H), 1.49(d, 6H, 
J = 6.9 Hz), 1.53-1.65(in, 2H), 2.61(t, 2H, J = 7.7 Hz), 4.15(sept, IH, J = 6.9 Hz), 
7.04(d, IH, J = 8.2 Hz), 7.20(d, 2H, J = 8.2 Hz), 7.51(d, 2H, J = 8.2 Hz), 7.89(d, 
5 IH, J = 8.8 Hz), 8.18(s, IH), 10.55(s, IH). 
1-215 

iH-NMR (CDCI3) 5 ppm:0.93(t, 3H, J = 7.3Hz), 1.30-1.41(m, 2H), 1.52- 
1.63(m, 2H), 1.95(s, 6H), 2.61(t, 2H, J = 7.8Hz), 6.99(brs, IH), 7.20(d, 2H, J = 
8.5Hz), 7.65(d, 2H, J = 8.5Hz), 7.93(dd, IH, J = 8.5, 2.5Hz), 8.28(d, IH, J = 
10 8.5Hz), 8.55(d, IH, J = 2.5Hz), 9.76(brs, IH). 
I a - 1 

mp 221-224 °C 

iH-NMR (CDCI3) 6 ppm: 1.19-1.38 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.18 (t, 4H, J = 4.8 Hz), 3.21-3.38 (m, IH), 3.85 (t, 4H, J = 4.8 
15 Hz), 6.64-6.32 (m, 2H), 7.11 (s, IH), 7.20 (t, IH, J = 7.8 Hz), 7.45 (s, IH). 
I a — 3 
mp 87-90 °C 

IH-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.37 (d, 6H, J = 6.9 Hz), 
1.59-1.70 (m, 2H), 1.76-1.88 (m, 2H), 2.32-2.42 (m, 4H), 3.11-3.23 (m, 3H), 3.39 
20 (d, 2H, J = 10.8 Hz), 3.74-3.86 (m, 2H), 4.34 (t, IH, J = 9.0 Hz), 6.86 (d, 2H, J = 
9.0 Hz), 7.30 (s, IH), 7.40 (d, 2H, J = 9.0 Hz). 
I a - 4 
mp 233-234 "C 

iH-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.26-1.37 (m, 
25 2H), 1.62-1.78 (m, 2H), 2.00-2.22 (m, 5H), 2.42 (t, 2H, J = 11.7 Hz), 3.20-3.40 (m, 
IH), 3.46 (d, 2H, J = 10.5 Hz), 3.67 (d, IH, J = 9.3 Hz), 3.72-3.84 (m, 2H), 
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6.62-6.76 (m, 2H), 7.10 (s, IH), 7.18 (t, IH, J = 7.8 Hz). 7.42 (s, IH). 
I a - 5 
mp 125-126 °C 

IH-NMR (CDCI3) 8 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.59-1.70 (m, 
5 2H), 1.77-1.84 (m, 2H), 2.30-2.46 (m, 4H), 3.24 (q, 2H, J = 6.6 Hz), 3.38 (d, 2H, 
J = 11.7 Hz), 3.74-3.88 (m, 2H), 4.08 (t, IH, J = 5.7 Hz), 6.87 (d, 2H, J = 8.7 Hz), 
7.30 (s, IH), 7.41 (d, 2H, J = 8.7 Hz). 
I a - 6 
mp 229-230 °C 

10 iH-NMR (CDCI3) 8 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.26-1.34 (m, 2H), 1.39 (d, 
6H, J = 6.9 Hz), 1.61-1.77 (m, 2H), 1.98-1.26 (m, 5H), 2.32-2.46 (m, 2H), 3.15 
(quintet, IH, J = 6.6 Hz), 3.22-3.35 (m, IH), 3.39 (d, 2H, J = 11.4 Hz), 3.74-3.92 
(m, 2H), 3.88 (d, IH, J = 8.4 Hz), 6.96-6.71 (m, 2H), 7.05 (brs, IH), 7.39 (d, 2H. 
J = 9.3 Hz). 

15 I a - 7 

mp 253-254 "C 

IH-NMR (DMSO) 6 ppm: 1.24-1.60 (m, 4H), 1.27 (s, 9H), 1.77-2.07 (m, 4H), 
2.16-2.34 (m, IH), 2.97-3.15 (m, IH), 6.78 (d, IH, J = 7.2 Hz), 7.01 (t, IH, J = 6.0 
Hz), 7.27 (t, 2H, J = 6.6 Hz), 7.58 (d, 2H, J = 7.5 Hz), 9.78 (s, IH). 
20 I a — 8 

mp 257-258 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.88 (m, 2H), 
1.88-2.00 (m, 2H), 2.16-2.34 (m, IH), 2.23 (s, 3H), 2.92-3.14 (m, IH), 6.77 (d, IH, 
J = 8.4 Hz), 7.07 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.1 Hz), 9.68 (s, IH). 
25 I a — 9 

mp 231-232 °C 
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IH-NMR (CDCI3) 6 ppm: 1.21 (t, 3H, J = 7.5 Hz), 1.22-1.38 (m, 2H), 1.40 (s, 
9H), 1.62-1.78 (m, 2H), 1.98-2.31 (m, 5H), 2.61 (q, 2H, J= 7.5 Hz), 3.24-3.38 (m, 
IH), 3.70 (d, IH, J = 9.9 Hz), 7.11 (8, IH), 7.14 (d, 2H, J = 8.7 Hz), 7.40 (d, 2H, 
J = 8.7 Hz). 
5 I a - 1 0 

mp 233-234 °C 

iH-NMR (CDCI3) 8 ppm: 0.96 (t, 3H, J = 7.2 Hz), 1.20-1.37 (m, 2H), 1.40 (s, 
9H), 1.56-1.78 (m, 4H), 1.98-2.32 (m, 5H), 2.54 (t, 2H, J = 7.2 Hz), 3.23-3.39 (m, 
IH), 3.66 (d, IH, J = 9.6 Hz), 7.08 (s, IH), 7.12 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, 
10 J = 8.4 Hz). 
I a — 1 1 
mp 243-244 

iH-NMR (CDC13) 6 ppm: 1.22 (d, 6H, J = 6.9), 1.22-1.77 (m, 4H), 1.40 (s, 9H), 
2.01-2.30 (m, 5H), 2.83-2.92 (m, IH), 3.24-3.40 (m, IH), 3.66-3.69 (m, IH), 7.09 
15 (s, IH), 7.17 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.1 Hz). 
I a — 1 2 
mp 246-247 "C 

iH-NMR (CDC13) 8 ppm: 0.80 (t, 3H, J = 7.5), 1.20 (d, 3H, J = 7.2), 1.26-1.77 
(m, 6H), 1.40 (s, 9H), 2.01-2.27 (m, 5H), 2.51-2.60 (m, IH), 3.20-3.38 (m, IH), 
20 3.64-3.69 (m, IH), 7.08 (s, IH), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.4 Hz). 
I a — 1 3 
mp 278-279 °C 

iH-NMR (CDC13) 6 ppm: 1.22-1.52 (m, 4H), 1.29 (s, 9H), 1.40 (s, 9H), 1.61- 
1.77 (m, 2H), 2.02-2.30 (m, 5H), 3.20-3.38 (m, IH), 3.66-3.69 (m, IH), 7.10 (s, 
25 IH), 7.33 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
I a — 1 4 
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mp 263-264 °C 

IH-NMR (DMSO) 6 ppm: 1.24-1.51 (m, 4H), 1.27 (s, 9H), 1.82-1.99 (m, 4H), 
2.19-2.28 (m, IH), 2.98-3.12 (m, IH), 6.78 (d, IH, J = 8.7 Hz), 7.33 (d, 2H, J = 8.7 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 9.94 (s, IH). 
5 I a - 1 5 

mp 209-210 "C 

iH-NMR (CDCI3) 8 ppm: 1.25 (d. 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.70-1.98 (m, 
8H), 2.19-2.38 (m, 3H), 3.39 (d, 2H, J = 11.7 Hz), 3.58-3.92 (m, 3H), 4.12-4.26 (m, 
IH), 6.82-6.96 (m, 2H), 7.10 (br, IH), 7.41 (d, 2H, J = 8.1 Hz). 
10 I a - 1 6 

mp 238-240 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.81-1.84 (m, 2H), 

1.93- 1.97 (m, 2H), 2.16-2.23 (m, IH), 2.95-3.12 (m, IH), 3.70 (s, 3H), 6.77 (d, IH, 
J = 8.4 Hz), 6.85 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.3 Hz), 9.64 (s, IH). 

15 I a - 1 7 

mp 245-246 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.83-1.87 (m, 2H), 

1.94- 1.99 (m, 2H), 2.20-2.28 (m, IH), 2.98-3.12 (m, IH), 6.78 (d, IH, J = 8.7 Hz), 
7.28 (d, 2H, J = 8.7 Hz), 7.69 (d, 2H, J = 9.0 Hz), 9.64 (s, IH). 

20 I a — 1 8 

mp 240-241 "C 

iH-NMR (CDC13) 5 ppm: 1.22-1.78 (m, 4H), 1.40 (s, 9H), 2.05-2.33 (m, 5H), 
3.22-3.44 (m, IH), 3.64-3.67 (m, IH), 6.61 (s, IH), 6.69-6.77 (m, 2H). 

I a - 1 9 

25 mp 240-241 "C 

iH-NMR (CDC13) 6 ppm: 1.24-1.77 (m, 4H), 1.40 (s, 9H), 2.05-2.30 (m, 5H), 
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3.22-3.38 (m, IH), 3.70-3.74 (m, IH), 7.00-7.15 (m, 3H), 7.36 (s, IH), 8.29-8.34 
(m, IH). 
I a - 2 0 
mp 239-240 °C 

5 IH-NMR (CDC13) 6 ppm: 1.24-1.78 (m, 4H), 1.40 (s, 9H), 2.02-2.30 (m, 5H), 
3.22-3.40 (m, IH), 3.63-3.66 (m, IH), 6.89-6.84 (m, IH), 7.10-7.17 (m, 2H), 

7.22-7.34 (m, IH), 7.48-7.51 (m, IH). 

I a - 2 1 

mp 259-260 "C 

10 iH-NMR (CDCI3/DMSO) 8 ppm: 1,21 (d, 6H, J = 6.0 Hz), 1.22-1.44 (m, 2H), 
1.40 (s, 9H), 1.60-1.78 (m, 2H), 1.87-2.03 (m, 2H), 2.08-2.29 (m, 3H), 2.39 (t, 2H, 
J= 10.2 Hz), 3.14-3.32 (m, IH), 3.19 (d, 2H, J= 11.4 Hz), 3.77-3.93 (m, 2H), 5.33 
(d, IH, J = 9.0 Hz), 6.84 (dd, IH, Jfh, hh = 8.1, 8.1 Hz), 7.20 (d, IH, J = 7.8 Hz), 
7.49 (d, IH, Jfh = 14.7 Hz), 8.86 (s, IH). 

15 I a — 2 2 

mp 234-235 "C 

iH-NMR (CDCI3) 6 ppm: 1,20 (d, 6H, J = 5.7 Hz), 1.22-1.44 (m, 2H), 1.38 (s, 
9H), 1.54-1.76 (m, 2H), 1.94-2.32 (m, 5H), 2.27 (s, 3H), 2.39 (t, 2H, J = 10.8 Hz), 
2.87 (d, 2H, J = 11.4 Hz), 3.20-3.40 (m, IH), 3.76-3.92 (m, 2H), 3.91 (d, IH, J = 
20 9.3 Hz), 6.93 (d, IH, J = 8.1 Hz), 7.21 (brs, IH), 7.27 (brs, IH), 7.36 (brs, IH). 
I a - 2 3 
mp 195-196 oC 

IH-NMR (CDCI3) 8 ppm: 1.20-1.44 (m, 4H), 1.41 (s, 9H), 1.59-1.76 (m, 2H), 
2.03-2.14 (m, 2H), 2.15-2.33 (m, 3H), 3.20-3.40 (m, IH), 3.64 (s, IH, J = 9.0 Hz), 
25 7.19-7.24 (m, IH), 7.44 (brs, IH), 7.52-7.63 (m, 2H),. 8.17 (d, IH, J = 8.7 Hz). 

I a - 2 4 
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mp 209-210 °C 

iH-NMR (CDCI3) 6 ppm: 1.22-1.39 (m, 2H), 1.56 (s, 9H), 1.61-1.78 (m, 2H), 
2.00-2.12 (m, 2H), 2.17-2.33 (m, 8H), 3.24-3.39 (m, IH), 3.67 (d, IH, J = 9.6 Hz), 
6.90-7.01 (m, IH), 7.21 (s, IH), 7.95-8.06 (m, IH). 
5 I a - 2 5 

mp 278-281 °C 

iH-NMR (DMSO-de) 6 ppm: 1.10 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.55 (m, 
4H), 1.78-2.00 (m, 4H), 2.11-2.26 (m, IH), 2.31 (t, 2H, J = 11.1 Hz), 3.00-3.10 (m, 
IH), 3.08 (d, IH, J = 10.8 Hz), 3.67-3.80 (m, 2H), 6.78 (d, IH, J = 8.7 Hz), 7.08 
10 (d, IH, J = 9.0 Hz), 7.41 (dd, IH, J = 2.4, 8.7 Hz), 7.78 (d, IH, J = 8.7 Hz), 9.85 
(s, IH). 
I a - 2 6 
mp 253-255 °C 

iH-NMR (DMSO-de) 6 ppm: 1.13 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.52 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.21 (t, 2H, J = 11.1 Hz), 2.26-2.36 (m, IH), 2.96-3.10 (m, 
IH), 3.56 (d, IH, J = 12.3 Hz), 3.60-3.72 (m, 2H), 6.66-6.84 (m, 4H), 7.47 (t, IH, 
J = 9.3 Hz), 9.28 (8, IH). 
I a - 2 7 

mp 223-226 °C 

20 iH-NMR (DMSO-de) 8 ppm: 1.09 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.54 (m, 
4H), 1.77-2.01 (m, 4H), 2.32 (t, 2H, J = 11.1 Hz), 2.32-2.42 (m, IH), 2.90 (d, IH, 
J = 11.4 Hz), 2.96-3.12 (m, IH), 3.76-3.92 (m, 2H), 6.78-6.98 (m, 3H), 7.68 (dd, 
IH, J = 3.3, 8.7 Hz), 8.84 (s, IH). 
I a - 2 8 

25 mp 237-238 °C 

iH-NMR (CDCI3) 6 ppm: 1.22-1.44 (m, 2H), 1,25 (d, 6H, J = 6.3 Hz), 1.40 (s. 
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9H), 1.61-1.79 (m, 2H), 2.05-2.32 (m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J = 10.2 Hz), 
3.22-3.42 (m, IH), 3.40 (d, 2H, J = 11.1 Hz), 3.65 (d, IH, J = 9.3 Hz), 3.72-3.90 
(m, 2H), 6.70-6.78 (m, 2H), 6.81 (brs, IH), 7.50 (d, IH, J = 9.6 Hz). 

I a - 2 9 

5 mp 208-209 "C 

iH-NMR (CDCI3) 6 ppm: 1.22 (d, 6H, J = 6.0 Hz), 1.23-1.40 (m, 2H), 1.40 (s, 
9H), 1.60-1.78 (m, 2H), 2.00-2.16 (m, 2H), 2.14-2.33 (m, 3H), 2.45 (t, 2H, J = 
11.1 Hz), 3.21 (d, 2H, J = 10.8 Hz), 3.24-3.38 (m, IH), 3.63 (d, IH, J = 9.3 Hz), 
3.80-3.94 (m, 2H), 5.33 (d, IH, J = 9.0 Hz), 6.66 (dd, IH, Jfh, hh = 6.6, 6.6 Hz), 
10 7.16 (brs, IH), 7.89 (dd, IH, Jfh, hh = 9.0, 9.0 Hz). 
I a - 3 0 
mp 284-287 °C 

IH-NMR (DMSO-de) 8 ppm: 1.08 (d, 6H, J = 6.0 Hz), 1.26 (s, 9H), 1.28-1.53 (m, 
4H), 1.82-2.22 (m, 4H), 2.25-2.39 (m, IH), 2.78 (t, 2H, J = 10.5 Hz), 2.97-3.14 (m, 
15 IH), 3.18 (d, 2H, J = 11.4 Hz), 3.65-3.76 (m, 2H), 6.79 (d, IH, J = 8.7 Hz), 9.75 
(s, IH). 
I a — 3 1 
mp 200-201 °C 

iH-NMR (CDC13) 6 ppm: 1.22-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.76 (m, 2H), 
20 2.04-2.32 (m, 5H), 3.22-3.40 (m, IH), 3.62-3.66 (m, IH), 7.22-7.24 (m, IH), 
7.38-7.38 (m, IH), 7.60 (s, IH), 8.33-8.36 (m, IH). 
I a - 3 2 
mp 260-261 °C 

iH-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.38 (s, 9H), 1.64 (q, 2H, 
25 J = 13.5 Hz), 1.95 (d, 2H, J = 12.3 Hz), 2.16 (d, 2H, J = 10.5 Hz), 2.18-2.32 (m, 
IH), 3.14-3.30 (m, IH), 5.53 (d, IH, J = 9.0 Hz), 7.31 (d, IH, J = 8.7 Hz), 7.46 (dd, 
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IH, J = 2.4, 8.7 Hz), 7.90 (d, IH, J = 2.1 Hz), 9.35 (s, IH). 
I a - 3 3 
mp 227 °C 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.30-1.56 (m, 4H), 1.78-2.01 (m, 2H), 
5 2.12-2.36 (m, 2H), 2.96-3.13 (m, IH), 3.70 (s, 3H), 3.71 (s, 3H), 6.77 (d, IH, J = 
8.7 Hz), 6.85 (d, IH, J = 8.7 Hz), 7.06 (dd, IH, J = 2.4, 8.7 Hz), 7.33 (d, IH, J = 
2.4 Hz), 9.65 (s, IH). 
I a — 3 5 
mp 214-216 °C 

10 iH-NMR (CDCI3) 6 ppm: 1.23-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.00-2.12 (m, 2H), 2.20-2.32 (m, 3H), 3.24-3.39 (m, IH), 3.68 (d, IH, J = 9.0 Hz), 
6.77 (d, IH, J = 8.7 Hz), 7.00 (dd, IH, J = 2.4, 8.7 Hz), 7.77 (s, IH), 8.45 (d, IH, 
J = 2.4 Hz). 
I a — 3 6 

15 m.p. 241-242 "C 

IH-NMR (CDCI3/DMSO) S ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 11.7 Hz), 1.93 (d, 2H, J = 12.0 Hz), 2.12 (d, 2H, J = 10.8 Hz), 2.16-2.30 (m, 
IH), 3.12-3.28 (m, IH), 3.84 (s, 3H), 6.07 (d, IH, J = 8.4 Hz), 6.89 (dd, IH, Jfh, 
HH = 9.3, 9.3 Hz), 7.24 (d, IH, J = 8.7 Hz), 7.55 (d, IH, Jfh = 13.5 Hz), 9.32 (s, 

20 IH). 

I a — 3 7 

mp 248-249 °C 

iH-NMR (CDC13) 6 ppm: 0.60-0.73 (m, IH), 0.91 (d, 6H, J = 6.6), 1.12-1.40 (m, 
2H), 1.40 (s, 9H), 1.54-1.88 (m, 5H), 1.98-2.29 (m, 7H), 3.22-3.37 (m, IH), 
25 3.51-3.54 (m, 2H), 3.72 (d, IH, J = 9.6), 6.88 (d, IH, J = 8.7), 7.06 (s, IH), 7.35 (d, 
IH, J = 9.0). 
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I a - 3 8 
mp 237-238 

iH-NMR (CDC13) 6 ppm: 1.01 (d, 6H, J = 6.6), 1.20-1.40 (m, 2H), 1.40 (s, 9H), 
1.60-1.74 (m, 4H), 1.99-2.28 (m, 7H), 2.69-2.82 (m, 2H), 3.02-3.14 (m, 2H), 
5 3.20-3.38 (m, IH), 3.80-3.90 (m, IH), 6.83-6.86 (m, 2H), 7.14 (s, IH), 7.34 (d, IH, 
J = 8.4). 
I a - 3 9 
mp 234-235 °C 

iR-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.77 (m, 2H), 
10 1.90-2.32 (m, 5H), 3.21-3.39 (m, IH), 3.65 (d, IH, J = 9.6 Hz), 6.87 (d, IH, J = 8.7 
Hz), 7.04 (s, IH), 7.37 (dd, IH, J = 2.7, 8.7 Hz), 7.56 (d, IH, J = 2.7 Hz). 
I a — 4 0 
mp 257-258 °C 

IH-NMR (DMSO-ds) S ppm: 1.14 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.53 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.13-2.256 (m, IH), 2.30 (t, 2H, J = 11.7 Hz), 2.97-3.12 
(m, IH), 3.53-3.67 (m, 2H), 4.01 (d, IH, J = 12.3 Hz), 6.80 (dd, IH, J = 3.0, 9.0 
Hz), 7.79 (d, IH, J = 9.0 Hz), 8.27 (s, IH), 9.66 (s, IH). 
I a - 4 1 

mp 245-246 "C 

20 iH-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 12.6 Hz), 1.94 (d, 2H, J = 11.1 Hz), 2.13 (d, 2H, J = 11.1 Hz), 2.18-2.35 (m, 
IH), 3.11-3.29 (m, IH), 6.07 (d, IH, J = 8.1 Hz), 6.95-7.06 (m, IH), 7.14-7.27 (m, 
IH), 7.44 (d, IH, J = 7.2 Hz), 7.79 (s, IH), 9.48 (s, IH). 
I a - 4 3 

25 mp 294-295 "C 

iH-NMR (DMSO-de) 8 ppm: 1.26 (s, 9H), 1.28-1.53 (m, 4H), 1.76-1.87 (m, 2H), 



214 



wo 01/37826 



PCT/JPOO/08197 



1.89-2.00 (m, 2H). 2.13-2.25 (m, IH), 2.96-3.10 (m, 5H), 3.52-3.60 (m, 4H), 6.78 
(d, IH, J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.44 (d, 2H, J = 9.0 Hz), 9.59 (s, IH). 
I a — 4 4 

mp 250-252 °C 

5 iR-NMR (CDCI3) 6 ppm: 1.13 (d, 6H, J = 6.3 Hz), 1.21-1.38 (m, 2H), 1.41 (s, 
9H), 1.63-1.80 (m, 2H), 1.93 (t, 2H, J = 10.8 Hz), 2.00-2.10 (m, 2H), 2.16-2.32 (m, 
3H), 3.24-3.39 (m, IH), 3.54 (d, 2H, J = 10.2 Hz), 3.64-3.78 (m, 3H), 7.47 (s, IH), 
7.69 (d, 2H, J = 9.0 Hz), 7.73 (d, 2H, J = 9.0 Hz). 
I a — 4 5 
10 mp 193 °C 

iH-NMR (DMSO-de) 8 ppm: 1.10 (t, 6H, J = 7.2 Hz), 1.26 (s, 9H), 1.28-1.52 (m, 
4H), 1.75-1.86 (m, 2H), 1.89-2.01 (m, 2H), 2.10-2.22 (m, IH), 2.96-3.10 (m, IH), 
3.30-3.52 (m, 12H), 6.60 (d, 2H, J = 9.0 Hz), 6.80 (d, IH, J = 9.0 Hz), 7.33 (d, 2H, 
J = 9.0 Hz), 9.46 (s, IH). 
15 I a - 4 6 
mp >300 °C 

IH-NMR (DMSO-de) 6 ppm: 1.28 (s, 9H), 1.28-1.58 (m, 4H), 1.83-2.04 (m, 4H), 
2.23-2.36 (m, IH), 2.46 (s, 3H), 3.00-3.14 (m, IH), 6.79 (d, IH, J = 8.7 Hz), 7.34 
(d, IH, J = 8.7 Hz), 7.78 (d, 2H, J = 8.7 Hz), 7.89 (d, IH, J = 8.4 Hz), 7.91 (s, IH), 
20 8.00 (d, 2H, J = 8.7 Hz), 10.13 (s, IH). 
I a - 4 7 
mp 236-237 "C 

iH-NMR (CDCI3) S ppm: 0.97 (d, 6H, J = 6.6 Hz), 1.01 (d, 6H, J = 6.6 Hz), 

I. 20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.84 (m, 3H), 1.97-2.31 (m, 5H), 2.50 (t, IH, 
25 J = 10.8 Hz), 2.78 (dt, IH, J = 3.3, 11.4 Hz), 3.25-3.38 (m, IH), 3.45 (d, IH, J = 

II. 4 Hz), 3.75 (dt, IH, J = 2.4, 11.4 Hz), 4.02 (dt, IH, J = 2.4, 11.4 Hz), 6.88 (d, 



215 



wo 01/37826 



PCT/JPOO/08197 



2H, J = 9.0 Hz), 7.05 (s, IH), 7.39 (d, 2H, J = 9.0 Hz). 
I a - 4 8 

mp 228-229 oC 

iH-NMR (CDCI3) 6 ppm: 0.88 (t, 6H, J = 7.2 Hz), 1.19-1.45 (m, 4H), 1.40 (s, 
5 9H). 1.45-1.76 (m, 4H), 1.76-1.92 (m, IH), 1.96-2.30 (m, 5H), 2.66-3.20 (m, 3H), 
3.20-3.40 (m, IH), 3.78 (d, IH, J = 9.3 Hz), 3.82 (s, IH), 6.62-6.98 (m, 2H), 7.09 
(brs, IH), 7.37 (d, 2H, J = 7.8 Hz). 
I a — 4 9 
mp 262-263 °C 

10 iH-NMR (CDCI3/DMSO) 8 ppm: 1.21 (d, 6H, J = 5.7 Hz), 1.26-1.34 (m, 2H), 
1.37 (d, 6H, J = 5.4 Hz), 1.52-1.76 (m, 2H), 1.85-2.03 (m, 2H), 2.03-2.30 (m, 3H), 
2.30-2.53 (m, 2H), 3.02-3.33 (m, 4H), 3.75-3.98 (m, 2H), 5.70 (brs, IH), 6.73-6.98 
(m, IH), 7.14-7.25 (m, IH), 7.52 (d, IH, Jfh = 13.5 Hz), 8.86 (brs, IH). 
I a — 5 O 

15 mp 232-233 °C 

IH-NMR (CDCI3) 8 ppm: 1.21 (d, 6H, J = 6.3 Hz), 1.22-1.37 (m, 2H), 1.38 (d, 
6H, J = 6.9 Hz), 1.68 (q, 2H, J = 12.6 Hz), 1.98-2.26 (m, 5H), 2.29 (s, 3H), 2.41 (t, 
2H, J = 10.2 Hz), 2.88 (d, 2H, J = 11.1 Hz), 3.15 (septet, IH, J = 6.6 Hz), 3.21- 
3.37 (m, IH), 3.77-3.92 (m, 2H), 3.87 (d, IH, J = 7.8 Hz), 6.88-7.06 (m, 3H), 7.35 

20 (8, IH). 

I a — 5 1 
mp 211-212 °C 

iH-NMR (CDCI3) 6 ppm: 1.20-1.42 (m, 2H), 1.26 (d, 6H, J = 6.3 Hz), 1.38 (d, 
6H, J = 6.9 Hz), 1.62-1.78 (m, 2H), 1.99-2.28 (m, 5H), 2.49 (dd, 2H, J = 10.5, 10.5 
25 Hz), 3.17 (quint, IH, J = 6.9 Hz), 3.20-3.38 (m, IH), 3.66-3.99 (m, 2H), 3.90-4.01 
(m, 3H), 6.62 (d, IH, J = 9.0 Hz), 7.06 (s, IH), 7.90 (dd, IH, J = 2.4, 9.0 Hz), 8.09 
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(d, IH, J = 2.4 Hz). 
I a - 5 2 
mp 247-249 °C 

iH-NMR (CDCI3) 6 ppm: 1.21-1.36 (m, 2H), 1.40 (s, 9H) 1.62-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 2.55 (t, 4H, J = 6.0 Hz), 3.23-3.38 (m, IH), 3.55 (t, 4H, J = 6.0 
Hz), 3.72 (d, IH, J = 9.6 Hz), 6.94 (d, 2H, J = 9.0 Hz), 7.10 (s, IH), 7.42 (d, IH, 
J = 9.0 Hz). 
I a - 5 3 
mp 234-235 "C 

10 IH-NMR (CDCI3) 6 ppm: 1.22-1.38 (m, 2H), 1.41 (s, 9H) 1.64-1.80 (m, 2H), 
2.00-2.32 (m, 5H), 3.25-3.40 (m, IH), 3.73 (d, IH, J = 9.3 Hz), 7.43 (s, IH), 7.48 
(t, 2H, J = 7.5 Hz), 7.55-7.66 (m, 3H), 7.68-7.89 (m, 4H). 
1 a - 5 4 
mp 235-236 °C 

15 iH-NMR (CDCI3) 6 ppm: 1.24-1.39 (m, 2H), 1.25 (d, 6H, J = 6.3 Hz), 1.39 (d, 
6H, J = 6.9 Hz), 1.60-1.80 (m, 2H), 2.00-2.28 (m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J 
= 10.8 Hz), 3.15 (septet, IH, J = 6.3 Hz), 3.23-3.38 (m, IH), 3.40 (d, 2H, J = 11.7 
Hz), 3.72-3.88 (m, 2H), 3.87 (d, IH, J = 9.3 Hz), 6.78-6.86 (m, 3H), 7.50 (d, IH, 
J = 9.6 Hz). 

20 I a - 5 5 

mp 185-186 °C 

iH-NMR (CDCI3) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22-1.38 (m, 2H), 1.41 (s, 
9H), 1.62-1.78 (m, 2H), 2.02 (t, 2H. J = 10.5 Hz), 2.02-2.10 (m, 2H), 2.16-2.31 (m, 
3H), 3.24-3.39 (m, IH), 3.56 (d, 2H, J= 9.3 Hz), 3.63-3.80 (m, 3H), 7.46 (dd, IH, 
25 J = 1.5, 8.1 Hz), 7.51 (t, IH, J = 8.1 Hz), 7.63 (s, IH), 7.81 (t, IH, J = 1.8 Hz), 
7.98 (dt, IH, J = 1.8, 8.1 Hz). 
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I a - 5 6 
mp 229-230 °C 

iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.38 (s, 6H), 1.78- 
1.84 (m, 2H), 1.90-2.00 (m, 2H), 2.15-2.30 (m, IH), 2.97-3.13 (m, IH), 4.90 (s, 
5 IH), 6.79 (d, IH, J = 9.0 Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.48 (d, 2H, J = 8.4 Hz), 
9.72 (s, IH). 
I a - 5 7 

mp 211-212 °C 

iH-NMR (CDCI3/DMSO) 8 ppm: 1.24-1.40 (m, 2H), 1.38 (s, 9H), 1.57-1.74 (m, 
10 2H), 1.91 (s, 3H), 1.92-2.01 (m, 2H), 2.12-2.24 (m, 2H), 2.51 (brs, IH), 3.18-3.33 
(m, IH), 4.96 (d, IH, J = 9.3 Hz), 7.16-7.53 (m, 9H), 7.41 (s, IH). 

I a — 5 8 
mp 298-299 °C 

iH-NMR (DMSO-de) 6 ppm: 1.24 (s, 9H), 1.27 (s, 9H), 1.28-1.54 (m, 4H), 
15 1.75-2.02 (m, 4H), 2.14-2.28 (m, IH), 2.97-3.11 (m, IH), 6.78 (d, IH, J = 8.4 Hz), 
7.18 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.46 (s, IH), 9.76 (s, IH). 
I a - 5 9 
mp 253-254 °C 

IH-NMR (CDCI3) 8 ppm: 1.22-1.40 (m, 2H), 1.41 (s, 9H), 1.65-1.81 (m, 2H), 
20 2.04-2.16 (m, 2H), 2.22-2.36 (m, 2H), 3.24-3.41 (m, IH), 3.74 (d, IH, J = 9.6 Hz), 
7.40-7.54 (m, 3H), 7.88-8.01 (m, 3H), 8.66 (d, IH, J = 1.5 Hz), 9.57 (d, IH, J = 1.2 
Hz). 

I a — 6 0 
mp 213-214 oC 

25 iH-NMR (DMSO) 6 ppm: 1.32-1.50 (m, 2H), 1.35 (s, 9H), 1.52-1.70 (m, 2H), 
1.88-2.00 (m, 2H), 2.04-2.16 (m, 2H), 2.22-2.38 (m, IH), 2.65 (s, 3H), 2.99-3.15 
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(m, IH), 6.46 (d, IH, J = 9.3 Hz), 7.28 (d, IH, J = 9.0 Hz), 7.81 (s, IH), 8.20 (s, 
IH), 8.47 (s, IH), 9.89 (s, IH). 
I a - 6 1 
mp 274-275 "C 

5 IH-NMR (DMSO) 8 ppm: 1.27 (s, IH), 1.28-1.58 (m, 4H), 1.84-2.08 (m, 4H), 
2.22-2.40 (m, IH), 2.99-3.15 (m, IH), 3.01 (s, 3H), 6.81 (d, IH, J = 8.1 Hz), 7.78 
(d, 2H, J = 7.8 Hz), 7.84 (d, 2H, J = 8.4 Hz), 8.18 (s, IH), 10.43 (s, IH). 
I a - 6 2 
mp 235-236 °C 

10 IH-NMR (CDCI3) 8 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 3H), 1.66-1.80 (m, 2H), 
2.01-2.12 (m, 2H), 2.14-2.22 (m, IH), 2.23-2.34 (m, 2H), 3.24-3.42 (m, IH), 3.69 
(d, IH, J = 9.5 Hz), 6.44 (d, IH, J = 9.3 Hz), 7.27 (brs, IH), 7.28 (d, IH, J = 9.3 
Hz), 7.37 (dd, IH, J = 2.4, 9.0 Hz), 7.68 (d, IH, J = 9.6 Hz), 8.04 (d, IH, J = 2.4 
Hz). 

15 I a - 6 3 

mp 277-279 °C 

iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.77-2.02 (m, 4H), 
2.15-2.29 (m, IH), 2.90 (s, 3H), 2.96-3.13 (m, IH), 6.79 (d, IH, J = 8.7 Hz), 7.12 
(d, 2H, J = 9.0 Hz), 7.54 (d, 2H, J = 9.0 Hz), 9.50 (s, IH), 9.81 (s, IH). 
20 I a — 6 4 

mp 259-260 °C 

IH-NMR (DMSO-de) 8 ppm: 1.26 (s, 9H), 1.26-1.50 (m, 4H), 1.74-1.99 (m, 4H), 
2.10-2.25 (m, IH), 2.95-3.10 (m, IH), 6.78 (d, IH, J = 8.7 Hz), 6.97 (d, 2H, J = 9.0 
Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.50-7.71 (m, 5H), 9.73 (s, IH), 10.05 (s, IH). 
25 I a - 6 5 

mp 292-293 °C 
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iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.62-1.72 (m, 2H), 
1.77-1.87 (m, 2H), 1.91-2.10 (m. 4H), 2.13-2.25 (m, IH), 2.98-3.12 (m, IH), 
8.41-3.52 (m, 2H), 5.09 (s, IH), 6.79 (d, IH, J = 9.0 Hz), 6.91 (d, 2H, J = 9.0 Hz), 
7.37 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 9.56 (s, 
5 IH). 

I a - 6 6 

mp >300 °C 

iH-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.28-1.58 (m, 4H), 1.85-2.02 (m, 4H), 
2.40-2.52 (m, IH), 3.00-3.16 (m, IH), 6.81 (d, IH, J = 9.0 Hz), 7.50-7.58 (m, 3H), 
10 7.90-7.97 (m, 2H), 12.58 (s, IH). 
I a - 6 7 
mp 199-200 °C 

IH-NMR (DMSO-de) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.28 (s, 9H), 1.31-1.48 (m, 
4H), 1.76-1.88 (m, 2H), 2.17 (t, 2H, J = 11.1 Hz), 2.82 (t, 2H, J = 11.7 Hz), 3.46 
15 (d, 2H, J = 11.4 Hz), 3.20-3.36 (m, IH), 3.62-3.74 (m, 2H), 4.02 (d, 2H, J = 12.9 
Hz), 6.83 (d, 2H, J = 9.0 Hz), 6.89 (d, IH, J = 8.7 Hz), 7.28 (d, 2H, J = 9.0 Hz), 
8.27 (8, IH). 
I a — 6 8 

mp 237-239 °C 

20 iH-NMR (CDCI3/DMSO) 6 ppm: 1.40 (s, 9H), 1.49-1.65 (m, 2H), 1.99-2.10 (m, 
2H), 2.95 (t, 2H, J = 11.1 Hz), 3.36-3.52 (m, IH), 4.17 (d, IH, J = 12.9 Hz), 5.84 
(d, IH, J = 8.7 Hz), 6.39 (d. IH, J = 9.6 Hz), 7.21 (d, IH, J = 9.3 Hz), 7.51 (dd, IH, 
J = 2.4, 9.3 Hz), 7.72 (d, IH, J = 9.9 Hz), 7.85 (d, IH, J = 2.7 Hz), 8.04 (s, IH). 
I a - 6 9 

25 mp 259-260 °C 

iH-NMR (DMSO) 6 ppm: 1.25-1.55 (m, 4H), 1.27 (s, 9H), 1.82-2.05 (m, 4H), 
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2.22-2.36 (m, IH), 2.98-3.17 (m, IH), 4.16 (s, 3H), 6.80 (d, IH, J = 8.4 Hz), 
7.77-7.87 (m, 4H), 10.16 (s, IH). 
I a - 7 0 
mp 259-260 °C 

5 iH-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.36-1.56 (m, 2H), 1.80-1.92 (m, 2H), 
2.86-3.02 (m, 2H), 3.36-3.52 (m, IH), 4.04-4.20 (m, 2H), 6.92 (d, IH, J = 7.5 Hz), 
7.38-7.58 (m, 3H), 8.00-8.14 (m, 2H), 8.90 (s, IH), 9.08 (s, IH), 9.63 (s, IH). 
I a - 7 1 
mp 228-229 °C 

10 iH-NMR (CDCI3/DMSO) 8 ppm: 1.27-1.42 (m, 2H), 1.38 (s, 9H), 1.57-1.75 (m, 
2H), 1.90-2.02 (m, 2H), 2.12-2.34 (m, 3H), 3.14-3.32 (m, IH), 5.37 (d, IH, J = 9.3 
Hz), 7.38-7.43 (m, 3H), 7.46 (d, 2H, J = 8.7 Hz), 7.51-7.60 (m, 2H), 7.68 (d, 2H, 
J = 9.0 Hz), 9.33 (s, IH). 
I a - 7 5 

15 mp 169-170 °C 

IH-NMR (CDCI3) 8 ppm: 0.58-0.72 (m, IH), 0.80 (d, 3H, J = 6.6 Hz), 0.94 (d, 
3H, J = 6.0 Hz), 1.14-1.35 (m, 3H), 1.39 (s, 9H), 1.48-1.66 (m, 2H), 1.74-2.06 (m, 
5H), 2.06-2.44 (m, 6H), 3.18-3.35 (m, IH), 3.64-3.74 (m, IH), 4.46-4.60 (m, IH), 
6.98-7.38 (m, 5H). 

20 I a - 7 6 

mp 236-237 °C 

IH-NMR (CDCI3/DMSO) 8 ppm: 1.27-1.42 (m, 2H), 1.38 (d 6H, J = 6.6 Hz), 
1.60-1.78 (m, 2H), 1.94-2.06 (m, 2H), 2.12-2.30 (m, 3H), 3.06-3.34 (m, 2H), 5.10 
(brs, IH), 6.41 (d, IH, J = 9.9 Hz), 7.25 (d, IH, J = 8.4 Hz), 7.48 (dd, IH, J = 2.4, 
25 8.7 Hz), 7.68 (d, IH, J = 9.9 Hz), 8.12 (d, IH, J = 2.4 Hz), 8.88 (brs, IH). 
I a — 7 7 
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mp 117-118 °C 

iH-NMR (CDCI3) 6 ppm: 1.38 (d, 6H, J = 6.9 Hz), 1.65 (quintet, 2H, J = 5.4 
Hz), 1.75-1.91 (m, 2H), 2.42 (t, 2H, J = 7.4 Hz), 3.10-3.24 (m, 3H), 4.77 (brs, IH), 
6.41 (d, IH, J = 9.6 Hz), 7.18-7.26 (m, IH), 7.48 (dd, IH, J = 1.8, 8.7 Hz), 7.67 (d, 
5 IH, J = 9.9 Hz), 8.01 (s, IH), 8.23 (brs, IH). 
I a - 7 8 
mp 138-139 oC 

iH-NMR (CDCI3) 8 ppm: 1.41 (s, 9H), 1.64 (quintet, 2H, J = 6.6 Hz), 1.84 
(quintet, 2H, J = 7.3 Hz), 2.42 (t, 2H, J = 7.5 Hz), 3.26 (q, 2H, J = 6.5 Hz), 4.59 
10 (brs, IH), 6.41 (d, IH, J = 9.3 Hz), 7.23 (d, IH, J = 8.7 Hz), 7.49 (dd, IH, J = 2.4, 
9.0 Hz), 7.67 (d, IH, J = 9.9 Hz), 8.03 (d, IH, J = 2.4 Hz), 8.28 (brs, IH). 
I a — 7 9 
mp 289-290 °C 

iH-NMR (DMSO) 8 ppm: 1.24-1.63 (m, 4H), 1.28 (s, 9H), 1.84-2.08 (m, 4H), 
15 2.24-2.41 (m, IH), 3.00-3.16 (m, IH), 6.82 (d, IH, J = 8.1 Hz), 7.36-7.60 (m, 5H), 
7.86-7.99 (m, 2H), 8.28 (s, IH), 10.50 (s, IH). 
I a — 8 0 
mp 239-240 °C 

iH-NMR (DMSO) 6 ppm: 1.22 (d, IH, J = 6.6 Hz), 1.23-1.40 (m, 2H), 1.40-1.59 
20 (m, 2H), 1.83-2.04 (m, 4H), 2.23-2.39 (m, IH), 2.98-3.23 (m, 2H), 7.00 (d, IH, J 
= 7.8 Hz), 7.36-7.59 (m, 5H), 7.85-7.97 (m, 2H), 8.29 (s, IH), 10.50 (s, IH). 
I a - 8 1 
mp 205-206 oC 

IH-NMR (CDCI3/DMSO) 6 ppm: 1.40 (s, 9H), 1.66 (quintet, 2H, J = 7.0 Hz), 
25 1.85 (quintet, 2H, J = 7.2 Hz), 2.45 (t, 2H, J = 7.5 Hz), 3.24 (t, 2H, J = 6.5 Hz), 
5.17 (brs, IH), 7.36-7.54 (m, 5H), 7.85 (d, IH, J = 8.4 Hz), 8.07 (dd, IH, J = 1.8, 
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8.1 Hz), 8.23 (d, IH, J = 1.8 Hz), 9.61 (s, IH). 
I a - 8 2 

mp 216-217 °C 

iH-NMR (DMSO-de) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22 (d, 6H, J = 6.9 Hz), 
5 1.22-1.53 (m, 4H), 1.76-1.98 (m, 2H), 2.21 (t, 2H, J = 10.8 Hz), 2.22-2.36 (m, IH), 
2.96-3.20 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.60-3.74 (m, IH), 6.66-6.85 (m, 2H), 
6.98 (d, IH, J = 7.8 Hz), 7.47 (d, IH, J = 8.7 Hz), 9.30 (s, IH). 
I a — 8 3 
mp 118-119 °C 

10 IH-NMR (DMSO-de) 6 ppm: 1.41 (d, 6H, J = 6.3 Hz), 1.26 (s, 9H), 1.40-1.67 (m, 
4H), 2.17-2.36 (m, 3H), 2.97-3.10 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.61-3.74 (m, 
IH), 6.67-6.92 (m, 3H), 7.48 (t, IH, J = 9.0 Hz), 9.37 (s, IH). 
I a - 8 4 
mp 265-267 °C 

15 IH-NMR (DMSO-de) 8 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m, 4H), 
1.60-2.30 (m, 9H), 2.99-3.20 (m, 4H), 3.40-3.52 (m, 2H), 5.09 (s, IH), 6.91 (d, 2H, 
J = 8.7 Hz), 6.98 (d, IH, J = 7.5 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.7 
Hz), 7.51 (d, 2H, J = 8.7 Hz), 9.56 (s, IH). 
I a — 8 5 

20 mp 185-186 °C 

iH-NMR (DMSO-de) 6 ppm: 1.26 (s, 9H), 1.42-1.72 (m, 6H), 1.96-2.10 (m, 2H), 
2.26 (t, 2H, J = 6.9 Hz), 2.96-3.12 (m, 4H), 3.41-3.52 (m. 2H), 5.09 (s, IH), 6.88 
(d, IH, J = 8.7 Hz), 6.92 (d, 2H, J = 9.0 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.43 (d, 2H, 
J = 9.0 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.63 (s, IH). 
25 I a — 8 6 

mp 162-164 °C 
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IH-NMR (DMSO-de) 6 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.41-1.73 (m, 6H), 
1.96-2.10 (m, 2H), 2.26 (t, 2H, J = 7.2 Hz), 2.91-3.20 (m, 5H), 3.42-3.52 (m, 2H), 
5.09 (s, IH), 6.92 (d, 2H, J = 9.3 Hz), 6.99 (t, IH, J = 6.0 Hz), 7.37 (d, 2H, J = 8.7 
Hz), 7.43 (d, 2H, J = 9.3 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.64 (s, IH). 
5 I a - 8 7 

mp 245-247 °C 

iH-NMR (DMSO-de) 6 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.22-1.58 (m, 4H), 
1.81-2.02 (m, 4H), 2.22-2.36 (m, IH), 3.00-3.20 (m, 2H), 3.01 (s, 3H), 6.99 (d, IH, 
J = 8.4 Hz), 7.75-7.88 (m, 2H), 8.19 (d, IH, J = 1.2 Hz), 10.43 (s, IH). 
10 I a - 8 8 

mp 208-209 °C 

iH-NMR (DMSO-de) 6 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.22-1.55 (m, 4H), 
1.75-1.98 (m, 4H), 2.11-2.24 (m, IH), 2.98-3.20 (m, 2H), 5.96 (s, 2H), 6.82 (d, IH, 

J = 8.4 Hz), 6.91-7.03 (m, 2H), 7.30 (d, IH, J = 1.8 Hz), 9.72 (s, IH). 
15 I a — 8 9 

mp 142-143 °C 

IH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.40-1.66 (m, 4H), 2.26 (t, 2H, J = 
7.5 Hz), 3.02 (q, 2H, J = 6.6 Hz), 5.96 (s, 2H), 6.82 (d, IH, J = 8.4 Hz), 6.88 (t, IH, 
J = 8.4 Hz), 6.94 (dd, IH, J = 1.8, 8.4 Hz), 7.30 (d, IH, J = 1.8 Hz), 9.78 (s, IH). 
20 I a - 9 0 
mp 100 "C 

IH-NMR (DMSO-de) 5 ppm: 1.20 (d, 6H, J = 6.9 Hz), 1.40-1.66 (m, 4H), 2.26 
(t, 2H, J = 7.5 Hz), 2.89-2.99 (m, 2H), 3.13 (quint, IH, J = 6.6 Hz), 5.96 (s, 2H), 
6.83 (d, IH, J = 8.1 Hz), 6.91-7.02 (m, 2H), 7.30 (d, IH, J = 1.8 Hz), 9.78 (s, IH). 
25 I a - 9 1 

mp 189-190 °C 
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IH-NMR (DMSO-ds) 6 ppm: 1.26 (s, 9H), 1.43-1.71 (m, 4H), 2.40 (t, 2H, J = 
7.5 Hz), 2.97-3.09 (m, 2H), 3.01 (s, 3H), 6.85-6.93 (m, IH), 7.76-7.88 (m, 2H), 
8.20 (d, IH, J = 1.2 Hz), 10.49 (s, IH). 
I a — 1 0 4 

5 mp 238-241 

iH-NMR (DMSO) 6 ppm: 1.27 (s. 9H), 1.3-1.5 (m. 4H), 1.8-2.0 (m, 4H), 2.50 
(m, IH), 3.05 (m, IH), 6.55 (br s, IH), 6.79 (d, IH, J= 8.2), 7.15 (t, IH, J= 4.8), 
8.64 (d, 2H, J= 4.8). 
I a - 1 0 5 
10 mp 232-234 °C 

IH-NMR (DMSO) 8 ppm: 1.26 (s, 9H), 1.2-1.5.(m, 4H), 1.8-2.0 (m, 4H), 2.55 
(m, IH), 3.05 (m, IH), 6.77 (d, IH, J=8.7), 9.92 (s, 2H), 10.93 (s, IH). 
I a - 1 O 6 
mp 226-228 "C 

15 iH-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.22-1.58 (m, 4H), 1.82-2.04 (m, 4H), 
2.29 (m, IH), 3.07 (m, IH), 6.79 (d, IH, J = 8.7 Hz), 7.6 l(d-d, IH, J = 1.8 Hz, 8.7 
Hz), 8.04 (d, IH, J = 8.7 Hz), 8.48 (d, IH, 2.1 Hz), 9.36 (s, IH), 10.05 (s, IH). 
I a - 1 0 7 
mp 282-283 »C 

20 iH-NMR (DMSO) 8 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.27 (m, IH), 3.06 (m, IH), 6.81 (d, IH, J = 8.7 Hz), 7.32 (m, IH), 7.44 (t, 2H, J 
= 7.5 Hz), 7.57-7.72 (m, 6H), 9.91 (s,, IH). 
I a - 1 0 8 
mp 191-192 °C 

25 iH-NMR (DMSO) 8 ppm: 1.24-1.58 (m, 4H), 1.28 (s, 9H), 1.86-2.04 (m, 4H), 
2.70 (m, IH), 3.08 (m, IH), 6.83 (d, IH, J = 8.7 Hz), 7.63-7.79 (m, 2H), 8.31 (d. 
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IH, J = 7.2 Hz). 10.27 (s, IH). 
I a — 1 0 9 
mp 283-285 °C 

iH-NMR (DMSO) 6 ppm: 1.24-1.60 (m, 4H), 1.28 (s, 9H), 1.87-2.04 (m, 4H), 
5 2.42 (m, IH), 3.09 (m, IH), 3.87 (s, 2H), 6.82 (d, IH, J = 8.7 Hz), 7.28-7.43 (m, 
3H), 7.60 (d, 2H, J = 7.8 Hz), 7.68 (d, IH, J = 7.2 Hz), 7.89 (d, IH, J = 7.5 Hz), 
9.48 (s, IH). 
I a - 1 1 0 
mp 263-265 °C 

10 IH-NMR (DMSO) 8 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.76-1.87 (m, 2H), 
1.89-2.01 (m, 2H), 2.17 (m, IH), 3.04 (m, IH), 4.01 (s, 4H), 6.01 (s, 2H), 6.44 (d, 
2H, J = 8.7 Hz), 6.77 (d, IH, J = 8.7 Hz), 7.39 (d, 2H, J = 9,0 Hz), 9.44 (s, IH). 
I a - 1 1 1 
mp 239-241 "C 

15 iH-NMR (DMSO) 8 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.62-1.76 (m, 4H), 
1.80-2.02 (m, 4H), 2.30 (m, IH), 2.47-2.59 (m, 2H), 2.66-2.76 (m, 2H), 6.08 (m, 
IH), 6.79 (d, IH, J = 9.0 Hz), 6.88 (d, IH, J = 6.9 Hz), 7.02 (t, IH, J = 7.5 Hz), 
7.13 (d, IH, J = 7.5 Hz), 8.98 (s, IH). 
I a — 1 2 4 

20 mp 247-249 "C 

iH-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.3 Hz), 1.30 (s, 9H), 2.15-2.26 (m, 
2H), 3.48-3.57 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H, 
J = 9.0 Hz), 7.38 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.92 (brs, IH), 9.98 
(brs, IH). 
25 I a - 1 2 5 

mp 228.-232 <-C 
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iH-NMR (DMSO) 5 ppm: 1.30 (s, 9H), 1.95-2.08 (m, 2H), 2.77-2.89 (m, 4H), 
7.17 (d, IH, J = 8.4 Hz), 7.39 (d, 2H, J = 9.0 Hz), 7.42-7.48 (m, IH), 7.64 (brs, 
IH), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (brs, 2H). 
I a - 1 2 6 
5 mp 244-246 °C 

IH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.42 (d, 2H, J = 8.4 Hz), 7.81 (d-d, IH, 
J = 2.1 Hz, 8.7 Hz), 7.93 (d, 2H, J = 9.0 Hz), 8.05 (d, IH, J = 9.0 Hz), 8.66 (d, IH, 
J = 2.1 Hz), 9.29 (s, IH), 10.05 (brs, IH), 10.39 (brs, IH). 
I a - 1 2 7 
10 mp 238-239 °C 

IH-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 4.18-4.27 (m, 4H), 6.81 (d, IH, J = 8.4 
Hz), 7.16 (d-d, IH, J = 2.7 Hz, 9.0 Hz), 7.34-7.42 (m, 3H), 7.85 (d, 2H, J = 8.4 Hz), 
9.94 (brs, IH), 9.99 (brs, IH). 
I a — 1 2 8 
15 mp 286-287 "C 

m 

IH-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.71 (d, 2H, J 
= 8.4 Hz), 7.91 (d, 2H, J = 8.7 Hz), 7.99 (d, 2H, J = 8.7 Hz), 10.05 (brs, IH), 10.44 
(brs, IH). 
I a — 1 2 9 

20 mp 232-234 »C 

iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.25 
(IH, m), 3.07 (m, IH), 6.80 (d, IH, J=9.0), 7.37 (d, IH, J= 8.1), 7.53 (t, IH, 
J=8.1), 7.75 (t, IH, J= 8.1), 8.12 ( s, IH), 10.16 (s, IH). 
I a - 1 3 0 
25 mp 274-277 °C 

iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.23-1.58 (m, 4H), 1.81-2.03 (m, 4H), 
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2.28 (m, IH), 3.07 (m, IH), 6.80 (d, IH, J = 8.4 Hz), 7.36 (d-d, IH, J = 0.9 Hz, 5.7 
Hz), 7.43 (d-d, IH, J = 2.1 Hz, 8.7 Hz), 7.60 (d, IH, J = 5.4 Hz), 7.78 (d, IH, J = 
8.7 Hz), 8.40 (d, IH, 1.8 Hz), 9.97 (brs, IH). 
I a - 1 3 1 

5 mp 259-260 °C 

iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.40 (d, IH, J = 4.8 Hz), 7.41 (d, 2H, J 
= 8.7 Hz), 7.66 (d, IH, J = 5.1 Hz), 7.67 (d-d, IH, J = 1.8 Hz, 8.7 Hz), 7.84 (d, IH, 

J = 9.0 Hz), 7.92 (d, 2H, J = 8.7 Hz), 8.50 (s, IH), 10,03 (brs, IH), 10,27 (brs IH). 
I a — 1 3 2 
10 mp 265-266 °C 

IH-NMR (DMSO) 6 ppm: 1.17 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.10 (m, IH), 
7.35-7.46 (m, 3H), 7.54 (d, IH, J = 7.5 Hz), 7.87-7.97 (m, 3H), 8.15 (brs, IH), 
8.20 (d, IH, J = 7.5 Hz), 10.03 (brs, IH), 10.25 (brs, IH). 
I a - 1 3 3 

15 mp 249-250 °C 

IH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.45 (d, IH, J 
= 5.4 Hz), 7.67 (d-d, IH, J = 1.8 Hz, 8.7 Hz), 7.76 (d, IH, J = 5.4 Hz), 7.92 (d, 2H, 
J = 8.7 Hz), 7.95 (d, IH, J = 8.1 Hz), 8.39 (d, IH, J = 1.8 Hz), 10.02 (brs, IH), 10 
23 (brs, IH). 
20 I a — 1 3 4 

mp 305-306 <>C 

IH-NMR (DMSO) 6 ppm: 1.25 (m, 2H), 1.25 (s, 9H), 1.52 (m, 2H), 1.82 (m, 
2H,), 1.94 (m, 2H), 2.13 (m, IH), 3.04 (m, IH), 6.00 (d, IH, J= 8.1), 6.74 (d, IH, 
j= 8.4), 7.3-7.5 (m, 6H), 7.85 (d, 2H, J=7.5), 8.31 (d, IH, J=8.4). 
25 I a - 1 3 5 

mp 220-222 »C 
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iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.37 
(m, IH), 3.03 (m, IH), 6.80 (d, IH, J=8.7), 7.04 (m, IH), 7.29 (m, IH), 7.79 ( m, 
IH), 9.60 (s, IH). 
I a - 1 3 6 
5 mp 263-264 -C 

iH-NMR (DMSO) 8 ppm: 1.27 ( s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.20( m, IH), 3.03 (m, IH), 6.80 (d, IH, J= 8.4), 6.87 ( m, IH), 7.31 (m, 2H), 

10.21 (s, IH). 
I a - 1 3 7 
10 mp 260-262 °C 

iH-NMR (DMSO) 8 ppm: 1.27 ( s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.30 
(m, IH), 3.05 (m, IH), 6.80 (d, IH, J= 8.4), 7.13 (t, 2H, J= 8.1), 7.31 (m, IH), 9.52 
(s. IH). 
I a — 1 3 8 
15 mp 270-273 °C 

IH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.12 
(m, IH), 3.05 (m, IH), 6.79 (d, IH, J=9.0), 7.31 (m, 2H), 7.80 (m, IH), 10.05 (s, 
IH). 

I a - 1 3 9 
20 mp 267-270 °C 

iH-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 4.05 (s, 4H), 6.04 (s, 2H), 6.51 (d, 2H, 
J = 8.7 Hz), 7.34 (d, 2H, J = 8.4 Hz), 7.54 (d, 2H, J = 8.4 Hz), 7.87 (d, 2H, J = 8.4 
Hz), 9.82 (brs, IH), 9.97 (brs, IH). 
I a - 1 4 O 
25 mp 227-229 "C 

iH-NMR (DMSO) 8 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m 4H), 1.80-2.01 
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(m, 4H), 2.27 (m, IH), 2.95-3.22 (m, 2H), 6.99 (d,lH, J = 7.8 Hz), 7.65 (d, 2H, J 
= 8.7 Hz), 7.80 (d, 2H, J = 8.4 Hz), 10.18 (brs, IH). 
I a - 1 4 1 
mp 205-207 °C 

5 iH-NMR (DMSO) 6 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.20-1.55 (m, 4H), 1.75-2.05 
(m, 6H), 2.21 (m, IH), 2.72-2.85 (m, 4H), 2.93-3.20 (m, 2H), 6.98 (d, IH, J = 8.1 
Hz), 7.10 (d, IH, J = 8.1 Hz), 7.26 (d-d, IH, J = 2.1 Hz, 8.1 Hz), 7.51 (s, IH), 9.67 
(brs, IH). 
I a - 1 4 2 
10 mp 295-296 °C 

IH-NMR (DMSO) 6 ppm: 1.15 (d, 6H,J=6.6), 1.27 (s, 9H), 1.3-1.5 (m, 4H), 
1.8-2.0 (m, 4H), 2.27 (m, IH), 3.05 (m, IH), 4.07 (m, IH), 6.80 (d, IH, J=8.7), 
7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 8.06 (d, IH, J=7.5), 10.01 (s, IH). 
I a - 1 4 3 
15 mp 146-147 °C 

iH-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.5-1.7 (m, 4H), 2.36 (t, 2H, J=7.8), 
3.03 (q, 2H, J=6.3), 6.89 (t, IH, J=6.3), 7.66 (d, 2H, J=8.4), 7.80 (d, 2H, J=8.4), 
10.25 (s, IH). 
I a - 1 4 4 

20 mp 138-140 °C 

iH-NMR (DMSO) 6 ppm: 1.21 (d, 6H, J=6.0), 1.4-1.7 (m, 4H), 2.37 (t, 2H, 
J=7.5), 2.96 (q, 2H, J=6.3), 3.14 (m, IH), 6.99 (t, IH, J=5.4), 7.66. (d, 2H, J=7.8), 
7.81 (d, 2H, J=7.8), 10.26 (s, IH). 

I a - 1 4 5 

25 mp 134-136 "C 

iH-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.39 (m, 2H), 1.4-1.7 (m, 4H), 2.28 (t. 
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2H, J=7.2), 2.79 (m, 4H), 3.02 (q, 2H, J=7.2), 6.88 (t, IH, J=6.0), 7.10 (t, IH, 
J=6.0), 7.51 (s, IH), 9.73 (s, IH). 
I a - 1 4 6 
mp 135-137 °C 

5 iH-NMR (DMSO) 6 ppm: 1.20 (d. 6H, J=6.6), 1.4-1.7 (m, 4H), 1.99 (m, 2H), 
2.28 (t, 2H, J=7.2), 2.79 (m, 4H), 2.94 (q, 2H, J=6.3), 3.13 (m, IH), 6.98 (t, IH, 
J=6.9), 7.10 (d, 2H, J=8.1), 7.26 (d, 2H, J=8.1), 7.51 (s, IH), 9.73 (s,lH). 
I a - 1 4 7 
mp 206-207 °C 

10 iH-NMR (DMSO) 6 ppm: 1.29 (s, 9H), 4.54 (d, 2H, J = 5.7 Hz), 7.35 (d, 2H, J 
= 9.0 Hz), 7.52 (d, 2H, J = 7.8 Hz), 7.69 (d, 2H, J = 8.1 Hz), 7.83 (d, 2H, J = 
8.7Hz), 9.02 (t, IH, J = 5.7 Hz), 9.97 (brs, IH). 
I a - 1 4 8 
mp 250-251 "C 

15 iH-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 7.18 (t, 2H, J = 9.3 Hz), 7.40 (d, 2H, J 
= 8.7 Hz), 7.76 (d-d, 2H, J = 5.1 Hz, 9.3 Hz), 7.88 (d, 2H, J = 9.0 Hz), 10.02 (brs, 
IH), 10.17 (brs, IH). 

I a — 1 4 9 

mp 220-222 °C 

20 iH-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 3.74 (s, 3H), 6.92 (d, 2H, J = 9.0 Hz), 
7.38 (d, 2H, J = 9.0 Hz), 7.64 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (s, 
2H). 

I a - 1 5 O 
mp 264-266 °C 

25 iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 1.66-1.76 (m, 4H), 2.57- 2.66 (m, 2H), 
2,71-2.80 (m, 2H), 6.98 (m, IH), 7.06-7.16 (m, 2H), 7.38 (d, 2H, J = 9.0 Hz), 7.90 
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(d, 2H, J = 8.7 Hz), 9.60 (s, IH), 9.99 (s, IH). 
I a - 1 5 1 

mp 235-236 °C 

iH-NMR (DMSO) 6 ppm: 1.03-1.39 (m, 5H), 1.27 (s, 9H), 1.55-1.87 (m, 5H), 
5 3.73 (m, IH), 7.31 (d, 2H, J = 8.7 Hz), 7.76 (d, 2H, J = 8.4 Hz), 8.01 (d, IH, J = 
7.8 Hz), 9.90 (s, IH). 
I a — 1 5 2 
mp 244-246 "C 

iH-NMR (DMSO) 5 ppm: 0.50-0.72 (m, 4H), 1.27 (s, 9H), 2.81 (m, IH), 7.31 (d, 
10 2H, J = 8.7 Hz), 7.73 (d, 2H, J = 8.7 Hz), 8.30 (d, IH, J = 4.2 Hz), 9.91 (brs, IH). 
I a — 1 5 3 
mp >300 °C 

IR-NMR (DMSO) 8 ppm: 1.06 (m, 6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 
(m, 4H), 2.25 (m, IH), 2.7 (m, IH), 3.05 (m, IH), 3.51 (m, 4H), 4.30 (m, IH), 6.80 
15 (d, IH, J=8.4), 7.34 (d, 2H, J=8.4), 7.65 (d, 2H, J=8.4), 10.01 (s, IH). 
I a — 1 5 4 
mp 247-249 "C 

iH-NMR (DMSO) 6 ppm: 1.05 (m,6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 
4H), 2.23 (m, IH), 2.77 (m, IH), 3.05 (m, IH), 3.52 (m, 4H), 4.38 (m, IH), 6.80 (d, 
20 IH, J=9.0), 7.03 (d, IH, J=7.8), 7.35 (t, IH, J=7.8), 7.59 (d, IH, J=7.8), 7.68 (s, 
IH), 9.96 (s, IH). 
I a — 1 5 5 
mp 258-259 °C 

iH-NMR (DMSO) 6 ppm: 1.25(m, 2H), 1.50 (m,2H), 1.86 (m, 2H), 1.99 (m, 2H), 
25 2.28 (m ,.1H), 2.93 (s, 3H), 3.10 (m, IH), 7.02 (d, IH, J=7.5), 7.65 (d, 2H, J=8.4), 
7.80 (d, 2H, J=8.4). 10.20 (s, IH). 
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I a - 1 5 6 
mp 250-253 °C 

iH-NMR (DMSO) 6 ppm: 1.28 (m, 2H), 1.50 (m, 2H), 1.82 (m, 2H), 2.00 (m, 
4H), 2.22 (m, IH), 2.79 (m, 4H), 2.92 (s, 3H), 3.11 (m, IH), 7.01 (d, IH, J=(.l), 
5 7.26 (d, IH, J=8.1), 7.51 (s, IH), 9.68 (s, IH). 
I a — 1 5 7 
mp 259-262 "C 

IH-NMR (DMSO) 6 ppm: 1.13 (d, 6H, J=6.0), 1.25 (m, 2H), 1.50 (m, 2H), 1.80 
(m, 2H), 1.95 (m, 2H), 2.17 (m, 3H), 2.92 (s, 3H), 3.10 (m, IH), 3.70 (m,2H), 3.68 
10 (m, 2H), 6.86 (d, 2H J=9.3), 7.00 (d, IH, J=7.2), 7.43 (d, 2H, J=9.3), 9.58 (s, IH). 
I a — 1 5 8 
mp 298-300 "C 

IH-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.30-7.50 (m, 5H), 7.63-7,71 (m, 4H), 
7.87 (d, 2H, J = 8.7 Hz), 7.91 (d, 2H, J = 9.0 Hz), 10.03 (brs, IH), 10.22 (brs, IH). 
15 I a - 1 5 9 

mp 278-281 °C 

iH-NMR (DMSO) 6 ppm: 0.74-1.87 (m, 20H), 1.29 (s, 9H), 3.76 (m, IH), 7.32 
(d, 2H, J = 8.4 Hz), 7.75 (d, 2H, J = 8.7 Hz), 7.75 (d, IH, J = 8.7 Hz), 7.90 (brs, 
IH). 

20 I a - 1 6 0 

mp 227-228 "C 

iH-NMR (DMSO) S ppm: 1.22-1.55 (m, 4H), 1.27 (s, 9H), 1.80-2.02 (m, 4H), 
2.23 (m, IH), 3.06 (m, IH), 6.78 (d, IH, J = 8.7 Hz), 7.45 (t, IH, J = 9.9 Hz), 7.82 
( m, IH), 8.12 (d-d, IH, J = 2.4 Hz, 6.3 Hz), 10.17 (brs, IH). 
25 I a - 1 6 1 
mp 259-260 °C 
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IH-NMR (DMSO) 6 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.78-2.01 (m, 4H), 
2.16 (s, 3H), 2.21 (m, IH), 3.05 (m, IH), 6.77 (d, IH, J = 8.4 Hz), 7.12-7.21 (m, 
2H), 7.53 (m, IH), 9.90 (brs, IH). 
I a - 1 6 2 
5 mp 222-226 "C 

iH-NMR (DMSO) 6 ppm: 1.15 (d,6H,J = 6.3 Hz), 1.26 (d, 6H, J = 6.9 Hz), 
2.16-2.26 (m, 2H), 3.31 (m, IH), 3.48-3.58 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 
2H, J = 9.0 H), 7.32 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H, 9.0 Hz), 7.89 (d, 2H, J = 9.0 
Hz), 9.92 (s, IH), 10.13 (brs, IH). 
10 I a — 1 6 3 
mp 197-200 °C 

iH-NMR (DMSO) 6 ppm: 1.26 (d, 6H, J = 6.3 Hz), 1.95-2.09 (m, 2H), 2.77-2.90 
(m, 4H), 3.32 (m, IH), 7.17 (d, IH, J = 8.1 Hz), 7.32 (d, 2H, J = 8.7 Hz), 7.45 (d-d, 
IH, J = 1.8 Hz, 8.1 Hz), 7.64 (brs, IH), 7.90 (d, 2H, J = 8.7 Hz), 9.99 (brs, IH), 
15 10.13 (brs, IH). 
I a - 1 6 4 

mp 145-247 "C 

iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 16H), 2.19 (m, IH), 3.05 (m, 
IH), 4.74 (m, IH), 6.79 (d, IH, J=9.0), 6.80 (d, 2H, J=9.0), 7.47 (d, 2H, J=9.0), 
20 9.63 (s, IH). 
I a - 1 6 5 

mp >300 oC 

iH-NMR (DMSO) 6 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.26 (m, IH), 3.06 
(m, IH), 3.73 (m, IH), 6.78 (d, IH, J = 8.7 Hz), 7.63 (d, 2H, J = 9.0 Hz), 7.78 (d, 
25 2H, J = 8.7 Hz), 8.02 (d, IH, J = 8.1Hz), 10.00 (brs, IH). 
I a - 1 6 6 
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mp 200-201 °C 

iH-NMR (DMSO) 5 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.25 (m, IH), 3.06 
(m, IH), 3.73 (m, IH), 6.78 (d, IH, J = 8.7 Hz), 7.33 (t, IH, J = 8.1 Hz), 7.46 (d, 
IH, J = 8.1 Hz), 7.76 (m, IH), 7.94 (m, IH), 8.14 (d, IH, J = 8.1 Hz), 9.92 (brs, 
.5 IH). 

I a - 1 6 7 

mp 282-285 "C 

iH-NMR (DMSO) 6 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.87-2.03 (m, 4H), 
2.49 (m, IH), 3.07 (m, IH), 6.83 (d, IH, J = 8.7 Hz), 13.20 (brs, IH). 
10 I a - 1 6 8 

mp 120-124 "C 

IH-NMR (DMSO) 8 ppm: 0.94-1.66 (m, 14H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.25 (mlH), 2.92 (m, IH), 3.06 (m, IH), 6.78 (d, IH, J = 8.7 Hz), 7.42-7.53 (m, 

2H), 7.63 (d, IH, J = 7.2 Hz), 7.73 (m, IH), 8.17 (m, IH), 10.11 (brs, IH). 
16 I a — 1 6 9 
mp 256-257 »C 

iH-NMR (DMSO) 5 ppm: 0.93-1.20 (m, 5H), 1.24-1.64 (m, 9H), 1.27 (s, 9H), 
1.80-2.02 (m, 4H), 2.27 (m, IH), 2.87 (m, IH), 3.06 (m, IH), 6.79 (d, IH, J = 9.0 
Hz), 7.48 (d, IH, J = 7.2 Hz), 7.68-7.79 (m, 4H), 10.17 (brs, IH). 
20 I a - 1 7 1 

mp 242-244 <>C 

IH-NMR (DMSO) 8 ppm: 1.27 (m, 12H), 1.45 (m, 4H), 1.90 (m, 4H), 2.25 (m, 
IH), 3.07 (m, IH), 3.67 (m, 2H), 6.77(d, IH, J=8.7), 6.90 (d, IH, J=7.8), 7.31 (t, 
IH, J=7.5), 7.53 (d, IH, J=7.8), 7.59 (s,lH), 9.89 (s, IH). 
25 I a — 1 7 2 
mp >310 °C 
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iH-NMR (DMSO) 6 ppm: 1.27 (m, 12H), 1.38 (m, 4H), 1.84 (m, 2H), 1.97 (m, 
2H), 2.25 (m, IH), 3.07 (m, IH), 3.66 (m, 2H), 6.81 (d, IH, J=8.7), 7.20 (d, 2H, 
J=6.7), 7.61 (d, 2H, J=8.7), 9.94 (s, IH). 
I a - 1 7 3 

5 mp 279-281 °C 

iH-NMR (DMSO) S ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.83 (m, 6H), 1.93 (m, 
2H), 2.21 (m, IH), 2.36 (m, 2H), 3.05 (m, IH), 3.54 (m, 2H), 6.79 (d, IH, J=8.7), 
7.16 (d, 2H, J=9.0), 7.56 (d, 2H, J=9.0), 9.88 (s, IH). 
I a - 1 7 4 
10 mp 258-262 °C 

iH-NMR (DMSO) 8 ppm: 0.29 (m, 2H), 0.53 (m,2H), 1.20 (m, IH), 1.27 (s, 9H), 
1.3-1.5 (m, 4H), 1.7-2.0 (m, 4H), 2.20 (m, IH), 3.05 (m, IH), 3.75 (d, 2H, J=6.9), 
6.79 (d, IH, J=9.0), 6.83 (d, 2H, J=9.0), 7.46 (d, 2H, J=9.0), 9.64 (s, IH). 
I a - 1 7 5 
15 mp 246-248 "C 

IH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.19 (m, IH), 3.04 (m, 
IH), 4.23 (m, IH), 6.79 (d, IH, J=8.7), 6.84 (d, 2H, J=9.0), 7.45 (d, 2H, J=9.0), 

9.64 (s, IH). 
I a - 1 7 6 
20 mp 200-202 "C 

iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.21 (m, IH), 3.05 (m, 
IH), 4.23 (m, IH), 6.57 (d, IH, J=6.9), 6.80 (d, IH, J=9.0), 7.0-7.2 (m, 2H), 7.28 
(s, IH), 9.74 (s, IH). 
I a — 1 7 7 
25 mp 266-268 °C 

iH-NMR (DMSO) 6 ppm: 1.22-1.56 (m, 4H), 1.27 (s, 9H), 1.79-2.02 (m, 4H), 
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2.25 (m,lH), 3.05 (m, IH), 6.56 (m, IH), 6.77-6.84 (m, 2H), 7.58-7.71 (m, 5H), 
9.92 (brs, IH). 
I a - 1 7 8 
mp 223-224 

5 iH-NMR (DMSO) 8 ppm: 1.26-1.54 (m,4H), 1.27 (s, 9H), 1.81-2.02 (iii,4H), 
2.45 (m, IH), 3.06 (m, IH), 6.80 (d, IH, J = 8.7 Hz), 8.15 (d-d, IH, J = 2.4 Hz, 9.0 
Hz), 8.27 (d, IH, J = 9.0 Hz), 8.70 (m, IH), 10.85 (brs, IH). 
I a — 1 7 9 
mp 224-227 "C 

10 iH-NMR (DMSO) 6 ppm: 1.24-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.27 (m, IH), 3.06 (m, IH), 6.80 (d, IH, J = 8.7 Hz), 6.90 (d, IH, J = 1.8 Hz), 
7.72-7.84 (m, 4H), 8.60 (d, IH, J = 1.8 Hz), 10.09 (brs, IH). 
I a - 1 8 0 

mp 226-227 °C 

15 iH-NMR (DMSO) 8 ppm: 0.92 (d, 6H, J = 6.6 Hz), 1.26-1.55 ( m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.27 (m, IH), 3.05 (m, IH), 3.20 (m, IH), 6.80 (d. IH, J 
= 8.7 Hz), 7.42 (d, IH, J = 7.2 Hz), 7.67-7.79 (m, 4H), 10.19 (brs, IH). 
I a - 1 8 1 
mp 191-192 °C 

20 iH-NMR (DMSO) 8 ppm: 0.95 (d, 6H, J = 6.6 Hz), 1.26-1.55 (m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.25 (m, IH), 3.06 (m, IH), 3.23 (m, IH), 6.80 (d, IH, J 
= 8.4 Hz), 7.41-7.53 (m, 2H), 7.58 (d, IH, J = 7.2 Hz), 7.73 (m, IH), 8.18 (m, IH), 
10.13 (brs, IH). 
I a - 1 8 2 

25 mp 192-193 -C 

iH-NMR (DMSO) 8 ppm: 0.30 (m, 2H), 0.55 (m, 2H), 1.2-1.5 (m, 5H), 1.27 (s. 
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IH), 1.8-2.0 (m, 4H), 2.20 (m, IH), 3.04 (m, IH), 3.75 (d, 2H, J=6.9), 6.58 (m, 
IH), 6.79 (d, IH, J=8.7), 7.0-7.2 (m, 2H), 7.31 (s, IH), 9.76 (s, IH). 
I a - 1 8 3 
mp >310 

5 IH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 (m,4H), 1.82 (m, 2H), 1.97 (m, 
2H), 2.04 (m, 2H), 2.39 (m, IH), 2.46 (t, 2H, J=7.8), 3.07 (m, IH), 3.79 (t, 2H, 
J=7.5), 6.79 (d, IH, J=8.7), 7.56 (m, 4H), 9.80 (s, IH). 
I a - 1 8 4 
mp 281-283 

10 iH-NMR (DMSO) 6 ppm: 1.24-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 

2.27 (m, IH), 3.06 (m, IH), 6.80 (d, IH, J = 9,0 Hz), 7.33 (s, IH), 7.75 (d, 2H, J 
= 9.3 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.16 (s, IH), 10.09 (brs, IH). 

I a - 1 8 5 

mp 226-227 <>C 

15 iH-NMR (DMSO) 6 ppm: 1.24-1.58 (m, lOH), 1.27 (s, 9H), 1.81-2.02 (m, 4H), 

2.28 (m, IH), 2.78-2.88 (m, 4H), 3.06 (m, IH), 6.80 (d, IH, J = 8.7 Hz), 7.64 (d, 
2H, J = 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 10.25 (brs, IH). 

I a - 1 8 6 

mp 148-150 oC 

20 iH-NMR (DMSO) 8 ppm: 1.25-1.60 (m, lOH), 1.27 (s, 9H), 1.82-2.03 (m, 4H), 
2.24 (m, IH), 2.82-2.92 (m, 4H), 3.06 (m,lH), 6.79 (d, IH, J = 8.4 Hz). 7.36 (m, 
IH), 7.55 (t, IH, J = 7.8 Hz), 7.84 (m„ IH), 8.06 (m, IH), 10.18 (brs, IH). 

I a - 1 8 7 
mp >310 "C 

25 iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.36 (s, 9H), 1.43 (m,4H), 1.85 (m, 2H), 
1.93 (m, 2H), 2.27 (m, IH), 3.06 (m, IH), 6.80 (d, IH, J=8.7), 7.58 (s, IH), 7.62 (d, 
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2H), 7.75 (d, 2H, J=9.0), 10.00 (s, IH). 
I a - 1 8 8 
mp 285-292 "C 

iH-NMR (DMSO) 8 ppm: 0.85 (t, 3H, J=7.5), 1.11 (d, 3H, J=6.3), 1.26 (s, 9H), 
5 1.3-1.6 (m, 6H), 1.85 (m, 2H), 1.95 (m, 2H), 2.27 (m, IH), 3.06 (m, IH), 3.90 (m, 
IH), 6.80 (d, IH, J=8.4), 7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 7.99 (d, IH, 
J=8.1), 10.02 (s, IH). 
I a - 1 8 9 

mp 278-281 °C 

10 iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-2.0 (m, 17H), 2.03 (m, 2H), 3.03 (m, 
IH), 6.79 (d, IH, J=8.4), 7.1-7.3 (m, 3H), 7.94 (s, IH), 9.78 (m, 2H). 

I a - 1 9 0 
mp >310 °C 

iH-NMR (DMSO) 6 ppm: 1.1-2.0 (m, 17H), 1.27 (s, 9H), 2.25 (m, 2H), 3.03 (m, 
15 IH), 6.79 (d, IH, J=8.7), 7.48 (m, 4H), 9.71 (m, 2H). 
I a — 1 9 1 

mp 275-277 "C 

IH-NMR (DMSO) 8 ppm: 1.16 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.09 (m, IH), 
7.41 (d, 2H, J = 8.7 Hz), 7.84 (s, 4H), 7.90 (d, 2H, J = 9.0 Hz), 8.11 (d, IH, J = 7.5 
20 Hz), 10.04 (brs, IH), 10.30 (brs, IH). 
I a - 1 9 2 
mp 204^205 

iH-NMR (DMSO) 8 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J= 6.6 Hz), 1.78-2.00 (m, 4H), 2.25 (m, IH), 2.98-3.22 (m, 2H), 4.06 (m, IH), 
25 6.99 (d, IH, J = 8.1 Hz), 7.34 (t, IH, J = 8.1 Hz), 7.46 (d, IH, J = 7.8 Hz), 7.75 (m 
IH), 7.96 (m, IH), 8.17 (d, IH, J = 8.7 Hz), 9.94 (brs, IH). 



239 



wo 01/37826 



PCT/JPOO/08197 



I a - 1 9 3 
mp 285-286 "C 

iH-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J = 6.9 Hz), 1.79-2.00 (m, 4H), 2.26 (m, IH), 2.97-3.20 (m, 2H), 4.07 (m, IH), 
5 6.99 (d, IH, J = 7.8 Hz), 7.64 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.7 Hz), 8.06 (d, 
IH, J = 7.5 Hz), 10.02 (brs, IH). 
I a - 1 9 4 
mp 248-250 °C 

iH-NMR (DMSO) 8 ppm: 1.22-1.57 (m, 4H), 1.22 (d, 6H, J = 6.6 Hz), 1.78-2.00 
10 (m, 4H), 2.25 (m, IH), 2.98-3.22 (m, 2H), 6.56 (m, IH), 6.82 (d, IH, J = 3.3 Hz), 
6.99 (d, IH, J = 7.8 Hz), 7.58- 7.71 (m, 5H), 9.92 (brs, IH). 
I a - 1 9 5 
mp 271-275 °C 

iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.02 (m, 4H), 
15 2.25 (m, IH), 3.06 (m, IH), 6.80 (d, IH, J = 9.0 Hz), 7.57 (s, IH), 7.62-7.74 (m, 
4H), 8.39 (s, IH), 9.99 (brs, IH). 
I a - 1 9 6 

mp 226-228 °C 

iH-NMR (CDCI3) S ppm: 0.30 (m, 2H), 1.23 (d, 6H, J=6.9), 1.2-2.0 (m, 4H), 
20 2.20 (m, IH), 3.10 (m, 2H), 3.76 (d, 2H, J=6.9), 6.83 (d, 2H, J=8.7), 6.99 (d, IH, 
J=8.1), 7.46 (d, 2H, J=8.7), 9.65 (s, IH). 
I a - 1 9 7 

mp 173-175 °C 

iH-NMR (DMSO) 6 ppm:0.31 (m, 2H), 0.56 (m, 2H), 1.22 (d, 6H, J=6.6), 
25 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 (m, IH), 3.10 (m, IH), 3.76 (d, IH, J=7.2), 
6.58 (d, IH, J=8.1), 7.0-7.2 (m, 2H), 7.32 (s, IH), 9.78 (s, IH). 
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I a - 1 9 8 
mp 233-235 "C 

iH-NMR (DMSO) 8 ppm: 1.25 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.19 (m, IH), 
3.10 (m, 2H), 4.73 (m, IH), 6.80 (d, 2H, J=8.7), 6.98 (d, IH, J=7.8), 7. .45 (d, 2H, 
5 J=8.7), 9.63 (s, IH). 
I a - 1 9 9 
mp 185-186 °C 

iH-NMR (DMSO) 6 ppm: 1.22 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.22 (m, IH), 
3.10 (m, 2H), 4.73 (m, IH), 6.54 (m, IH), 7.0-7.2 (m, 2H), 7.3 (s, IH), 9.75 

10 (s,lH). 

I a - 2 0 0 
mp 235-237 

IH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.20 
(m, IH), 3.05 (m, IH), 3.45 (m, 2H), 3.82 (m, 2H), 4.47 (m, IH), 6.79 (d, IH, 
15 J=9.0), 6.89 (d, 2H, J=9.0), 7.47 (d, 2H,J=9.0), 9.66 (s, IH). 
I a — 2 0 1 
mp 300-301 "C 

iH-NMR (DMSO) 8 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.26-1.56 (m, 4H), 1.27 (s, 
9H), 1.82-2.03 (m, 4H), 2.23 (s, 3H), 2.37 (m, IH), 3.06 (m, IH), 4.07 (m, IH), 
20 6.81 (d, IH, J = 8.7 Hz), 7.52 (d, IH, J = 8.4 Hz), 7.62 (d, IH, J = 8.4 Hz), 7.68 (s, 
IH), 8.09 (d, IH, J = 7.5 Hz), 9.22 (brs, IH). 
.1 a — 2 0 2 
mp 269-270 °C 

iH-NMR (DMSO) 6 ppm: 1.25-1.26 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
25 2.25 (m, IH), 3.07 (m, IH), 6.80 (d, IH, J = 8.4 Hz), 7.11 (m, IH), 7.42 (d, IH, J 
= 3.6 Hz), 7.48 (m, IH), 7.58 (d, 2H, J = 8.7 Hz), 7.64 (d, 2H, J = 8.4 Hz), 9.92 
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(brs, IH). 

I a — 2 0 3 

mp 271-273 °C 

iH-NMR (DMSO) 6 ppm: 1.14-1.54 (m, 9H), 1.26 (s, 9H), 1.63-1.88 (m, 7H), 
5 1.89-2.01 (m, 2H), 2.21 (m, IH), 2.42 (m, IH), 3.04 (m, IH), 6.79 (d, IH, J = 9.0 
Hz), 7.11 (d, 2H, J = 8.4 Hz), 7.47 (d, 2H, J = 8.1 Hz), 9.70 (brs, IH). 
I a - 2 0 4 
mp 250-251 "C 

IH-NMR (DMSO) 8 ppm: 1.22-1.39 (m, 2H), 1.22 (d, 6H, J = 6.6 Hz), 1.40-1.57 
10 (m 2H), 1.80-2.01 (m, 4H), 2.28 (m, IH), 2.98-3.21 (m, 2H), 7.00 (d, IH, J = 7.8 
Hz), 7.34 (s, IH), 7.75 (d, 2H, J = 9.0 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.17 (s, IH), 
10.10 (brs, IH). 
I a - 2 0 5 
mp 239-240 °C 

15 iH-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 5H), 2.08 
(m, 2H), 3.05 (m, IH), 3.80 (m, 4H), 4.95 (m, IH), 6.79 (d, IH, J=8.7), 6.83 (d, 2H, 

J=8.7), 7.48 (d, 2H, J=8.7), 9.66 (s, IH). 

I a — 2 0 6 
mp 236-238 °C 

20 iH-NMR (DMSO) 5 ppm:1.27 (s, 9H), 1.2-1.7 (m, 8H), 1.8-2.0 (m, 6H), 2.18 (m, 
IH), 3.04 (m, IH), 3.3-3. 6(m, 2H), 3.85 (m, 3H), 6.80 (d, IH, J=9.0), 6.84 (d, 2H, 
J=9.0), 7.47 (d, 2H, J=9.0), 9.65 (s, IH). 
I a - 2 0 7 . 
mp 224-226 

25 iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.24(m, 
IH), 2.39 (m, 2H), 3.06 (m, IH), 3.50 (t, 2H, J=7.5), 3.70 (t, 2H, J=6.3), 6.78 (d, 

242 



wo 01/37826 



PCT/JPOO/08197 



IH, J=6.6), 6.83 (m, IH), 7.25 (m, IH), 7.27 (m, IH), 7.54 (s,lH), 9.61 (s, IH). 
I a — 2 0 8 

mp 275-277 "C 

iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 
5 (m, IH), 2.38 (m, 2H), 3.07 (m, IH), 3.47 (t, 2H, J=6.9), 3.69 (t, 2H, J=6.6), 6.80 
(d, IH, J=8.7), 7.14 (d, 2H, J=8.4), 7.58 (d, 2H, J=8.4), 9.83 (s, IH). 

I a — 2 0 9 

mp 214-215 °C 

iH-NMR (DMSO) 6 ppm: 1.26-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
10 2.25 (m, IH), 3.06 (m, IH), 6.59 (m, IH), 6.81 (d, IH, J = 8.4 Hz), 6.86 (d, IH, J 

= 2.7 Hz), 7.28-7.40 (m, 2H), 7.47 (m, IH), 7.75 (s, IH), 8.01 (s, IH), 9.91 (brs, 
IH). 

I a — 2 1 0 
mp 272-275 "C 

15 iH-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 6.59 (m, IH), 6.87 (d, IH, J = 3.3 Hz), 
7.41 (d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 8.7 Hz), 7.72 (m, IH), 7.83 (d, 2H, J = 
8.7 Hz), 7.90 (d, 2H, J = 8.7 Hz), 10.03 (brs, IH), 10.22 (brs, IH). 
I a - 2 1 1 

mp 251-255 "C 

20 IH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.36 (s, IH), 7.41 (d, 2H, J = 8.4 Hz), 
7.91 (d, 2H, J = 8.4 Hz), 7.92-8.00 (m, 4H), 8.19 (s, IH), 10.06 (brs, IH), 10.38 
(brs, IH). 
I a — 2 1 2 

mp 241-244 

25 iH-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 1.50-1.78 (m, 6H), 1.81-1.97 (m, 2H), 
4.78 (m, IH), 6.87 (d, 2H, J = 9.0 Hz), 7.38 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
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9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.97 (brs, IH), 9.99 (brs, IH). 
I a - 2 1 3 
mp 283-286 "C 

iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.12 (d-d, IH, J = 3.6 Hz, 5.1 Hz), 7.41 
5 (d, 2H, J = 9.0 Hz), 7.46 (m, IH), 7.50 (d-d, IH, J = 1.2 Hz, 5.1 Hz), 7.64 (d, 2H, 
J = 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 7.90 (d, 2H, J = 9.3 Hz), 10.03 (brs, IH), 
10.22 (brs, IH). 
I a - 2 1 6 
mp 224-225°C 

10 IH-NMR (CDCI3) 6 ppm: 1.22 (d, 6H, J=6.9), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.45 (m, IH), 3.12 (m, 2H), 6.99 (d, IH, J=8.1), 8.15 (m, IH), 8.27 (d, IH, J=9.0), 
8.69 (s, IH), 10.86 (s, IH). 
I a - 2 1 9 
mp 270-272 °C 

15 iH-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.34-1.51 (m, 2H), 1.80-1.92 (m, 2H), 
2.88- 2.97 (m, 2H), 3.32 (m, IH), 3.99-4.12 (m 2H), 6.92 (d, IH, J = 8.7 Hz), 7.57 
(d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 9.0 Hz), 8.90 (brs, IH). 
I a — 2 2 O 
mp 187-189 oC 

20 iH-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.31-1.51 (m, 2H), 1.78-1.90 (m, 2H), 
2.78-2.93 (m, 2H), 3.30 (m, IH), 3.97-4.09 (m, 2H), 6.90 (d, IH, J = 8.7 Hz), 7.06 
(t, 2H, J = 9.0 Hz), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, IH). 
I a - 2 2 1 
mp 260-262 °C 

25 iH-NMR (DMSO) 8 ppm: 1.12-1.50 (m, 7H), 1.28 (s, 9H), 1.63-1.90 (m, 7H), 
2.40 (m, IH), 2.76-2.91 (m, 2H), 3.28 (m, IH), 3.96-4.09 (m, 2H), 6.90 (d, IH, J 
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= 8.7 Hz), 7.06 (d, 2H, J = 8.4 Hz), 7.32 (d, 2H, J = 8.4 Hz), 8.40 (brs, IH). 

I a - 2 2 2 

mp 265-267 °C 

iH-NMR (DMSO) 8 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.31-1.48 (m, 2H), 1.77-1.90 
5 (m, 2H), 2.84-2.98 (m, 2H), 3.16 (m, IH), 3.33 (m, IH), 3.96-4.10 (m, 2H), 7.11 (d, 
IH, J = 7.8 Hz), 7.57 (d, 2H, J = 8.7 Hz), 7.67 (d, 2H, J = 8.4 Hz), 8.90 (brs, IH). 
I a - 2 2 3 
mp 183-186 °C 

iH-NMR (DMSO) 8 ppm: 1.23 (d, 6H, J = 6.9 Hz), 1.28-1.47 (m, 2H), 1.76-1.88 
10 (m, 2H), 2.80-3.16 (m, 2H), 3.16 (m, IH), 3.32 (m, IH), 3.94-4.07 (m, 2H), 
7.00-7.14 (m, 3H), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, IH). 
I a — 2 2 4 
mp 232-234 °C 

IH-NMR (DMSO) 6 ppm: 1.12-1.46 (m, 7H), 1.23 (d, 6H, J = 6.6 Hz), 1.63-1.87 
15 (m, 7H), 2.40 (m, IH), 2.78-2.93 (m, 2H), 3.15 (m,lH), 3.31 (m,lH), 3.94-4.07 (m, 
2H), 7.06 (d, 2H, J = 8.4 Hz), 7.09 (d, IH, J = 8.1 Hz), 7.32 (d, 2H, J = 8.4 Hz), 
8.39 (brs, IH). 
I a - 2 2 5 
mp 222-224 °C 

20 IH-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.30-1.61 (m, 4H), 1.77-1.98 (m, 4H), 
2.66-2.90 (m, 2H), 3.28 (m, IH), 3.40-3.50 (m, 2H), 3.79-3.88 (m, 2H), 3.96-4.08 
(m, 2H), 4.44 (m, IH), 6.85 (d, 2H, J = 9.0 Hz), 6.91 (d, IH, J = 9.0 Hz), 7.31 (d, 
2H, J = 9.3 Hz), 8.34 (brs, IH). 
I a - 2 2 6 

25 mp 194-195 

iH-NMR (CDCI3/DMSO) 8 ppm: 1.39 (d, 6H, J = 7.2 Hz), 1.66 (quintet, 2H, J 
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= 6.8 Hz), 1.87 (quintet, 2H, J = 7.7 Hz), 2.47 (t, 2H, J = 7.5 Hz), 3.11-3.22 (m, 
IH), 3.21 (t, 2H, J = 6.2 Hz), 5.00 (brs, IH), 7.35-7.56 (m, 5H), 7.86 (d, IH, J = 

8.4 Hz), 8.05 (dd, IH, J = 1.8, 8.1 Hz), 8.20 (d, IH, J = 1.8 Hz), 9.24 (s, IH). 
I a - 2 2 7 

5 mp >300 °C 

IH-NMR (DMSO) 6 ppm: 1.22 (d, 6H, J = 6.3 Hz), 1.20-1.40 (m, 4H), 1.74-2. 10 
(m, 4H), 2.20-2.40 (m, IH), 2.39 (s, 3H), 3.00-3.30 (m, 2H), 6.25 (s, IH), 6.99 (brs, 
IH), 7.43-7.57 (m, IH), 7.71 (d, IH, J = 8.1 Hz), 7.76 (s, IH), 10.27 (s, IH). 
I a - 2 2 8 
10 mp 168-169 "C 

iH-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.49 (quintet, 2H, J = 7.5 Hz), 1.64 
(quintet, 2H, J = 7.4 Hz), 2.38 (t, 2H, J = 7.2 Hz), 2.40 (s, 3H), 3.04 (q, 2H, J = 

6.5 Hz), 6.25 (s, IH), 6.89 (t, IH, J = 6.0 Hz), 7.48 (dd, IH, J = 1.8, 8.4 Hz), 7.71 
(d, IH, J = 8.4 Hz), 7.77 (d, IH, J = 1.8 Hz), 10.33 (s, IH). 

15 I a - 2 2 9 
mp 174-175 °C 

iH-NMR (DMSO) 8 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.42-1.56 (m, 2H)', 1.56-1.70 
(m, 2H), 2.33-2.42 (m, 2H), 2.40 (s, 3H), 2.90-3.02 (m, 2H), 3.14 (septet, IH, J = 
6.5 Hz), 6.26 (s, IH), 6.99 (brs, IH), 7.48 (d, IH, J = 8.4 Hz), 7.71 (d, IH, J = 8.7 
20 Hz), 7.77 (s, IH), 10.33 (s, IH). 
I a - 2 3 0 

mp 194-195.9C 

iH-NMR (DMSO) 8 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.25-1.65 (m, 4H), 1.27 (s, 
9H), 1.81-2.05 (m, 5H), 2.23-2.35 (m, IH), 2.99-3.15 (m, IH), 3.36 (d, 2H, J = 7.2 
25 Hz), 6.80 (d, IH, J = 8.4 Hz), 7.80 (d, IH, J = 8.4 Hz), 7.87 (d, IH, J = 8.4 Hz), 
8.19 (8, IH), 10.44 (s, IH). 
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I a — 2 3 1 
mp 221-222 "C 

iH-NMR (DMSO) 6 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.22-1.40 (m, 2H), 1.23 (d, 
6H, J = 6.9 Hz), 1.40-1.58 (m, 2H), 1.82-2.04 (m, 5H), 2.22-2.37 (m, IH), 3.00- 
5 3.16 (m, IH), 3.15 (septet, IH, J = 6.6 Hz), 3.36 (d, 2H, J = 7.5 Hz), 6.99 (d, IH, 
J = 7.5 Hz), 7.80 (d, IH, J = 8.4 Hz), 7.86 (d, IH, J = 8.4 Hz), 8.19 (s, IH), 10.45 
(s, IH). 
I a — 2 3 2 

mp 196-197 "C 

10 iH-NMR (CDCI3) 6 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.42 (s, IH), 1.60-1.70 (m, 
2H), 1.88 (quintet, 2H, J = 7.4 Hz), 2.02-2.20 (m, IH), 2.46 (t, 2H, J = 7.7 Hz), 
3.29 (q, 2H, J = 6.1 Hz), 3.48 (d, 2H, J = 7.8 Hz), 4.26 (t, IH, J = 6.0 Hz), 7.76 (d, 
IH, J = 8.1 Hz), 7.90 (dd, IH, J = 1.8, 8.1 Hz), 8.07 (d, IH, J = 1.5 Hz), 8.39 (s, 
IH). 

15 I a — 2 3 3 

m.p. 151-152 oQ 

IH-NMR (CDCI3) 5 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.40 (d, 6H, J = 6.6 Hz), 
1.62-1.69 (m, 2H), 1.88 (quintet, 2H, J = 7.3 Hz), 2.03-2.16 (m, IH), 2.47 (t, 2H, 
J = 7.5 Hz), 3.21 (septet, IH, J = 6.8 Hz), 3.23 (q, 2H, J = 6.3 Hz), 3.48 (d, 2H, J 
20 = 7.5 Hz), 4.43 (t, IH, J = 6.0 Hz), 7.76 (d, IH, J = 8.4 Hz), 7.91 (dd, IH, J = 1.8, 
8.4 Hz), 8.06 (d, IH, J = 1.8 Hz), 8.36 (s, IH). 
I a — 2 3 4 
mp 219-220 °C 

iH-NMR (DMSO-de) 6 ppm: 1.28 (s, 9H), 1.30-1.50 (m, 2H), 1.74-1.88 (m, 2H), 
25 2.83 (t, 2H, J = 11.1 Hz), 3.20-3.32 (m, IH), 3.94-4.07 (m, 2H), 5.94 (s, 2H), 6.77 
(d, IH, J = 8.8 Hz), 6.82 (dd, IH, J = 1.8, 8.7 Hz), 6.89 (d, IH, J = 8.7 Hz), 7.11 
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(d, IH, J = 1.8 Hz), 8.38 (s, IH). 

I a - 2 3 5 

mp 280-282 °C 

iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.26-1.57 (m, 4H), 1.86-2.03 (m, 4H), 
5 2.38-2.50 (m, IH), 3.00-3.14 (m, IH), 6.81 (d, IH, J = 8.4 Hz), 7.29 (t, IH, J = 8.4 
Hz), 7.43 (t, IH, J = 7.5 Hz), 7.73 (d, IH, J = 8.4 Hz), 7.96 (d, IH, J = 7.5 Hz), 
12.27 (s, IH). 
I a - 2 3 7 
mp 204-205 °C 

10 iH-NMR (DMSO) 8 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.29-1.61 (m, 4H), 1.75-1.98 
(m, 4H), 2.78-2.92 (m, 2H), 3.15 (m, IH), 3.29 (m, IH), 3.38-3.51 (m, 2H), 
3.78-3.89 (m, 2H), 3.94-4.06 (m, 2H), 4.44 (m, IH), 6.85 (d, 2H, J = 9.0 Hz), 7.10 
(d, IH, J = 7.8 Hz), 7.31 (d, 2H, J = 9.3 Hz), 8.34 (brs, IH). 
I a — 2 3 8 

15 mp 128-130 °C 

IH-NMR (DMSO) 8 ppm: 1.26 (s, 9H), 1.41-1.53 (m, 2H), 1.55-1.68 (m, 2H), 
2.44 (t, 2H, J = 7.2 Hz), 2.98-3.07 (m, 2H), 6.90 (t, IH, J = 6.0 Hz), 8.16 (d-H", IH, 
J = 2.1 Hz, 8.7 Hz), 8.29 (d, IH, J = 8.7 Hz), 8.70 (m, IH), 10.91 (brs, IH). 

I a - 2 3 9 

20 mp 256-258 °C 

iH-NMR (DMSO) 6 ppm: 1.26-1.53 (m, 4H), 1.26 (s, 9H), 1.76-2.00 (m, 4H), 
2.23 (s, 3H), 2.39 (m, IH), 3.04 (m, IH), 6.80 (d, IH, J= 8.7 Hz), 7.57 (d-d, IH, 

J = 2.4 Hz, 8.4 Hz), 7.97 (d, IH, J = 8.4 Hz), 8.12 (m, IH), 10.26 (brs, IH). 
I a - 2 4 O 

25 mp 288-290 "C 

iH-NMR (DMSO) 6 ppm: 1.26-1.53 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m. 4H), 
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2.40 (m, IH), 3.04 (m, IH), 6.81 (d, IH, J = 8.7 Hz), 7.07 (m, IH), 7.76 (m, IH), 
8.07 (d, IH, J = 8.4 Hz), 8.29 (m, IH), 10.36 (brs, IH). 
I a - 2 4 1 
mp 249-250 °C 

5 iH-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.34-1.50 (m, 2H), 1.79-1.90 (m, 2H), 
2.74-2.98 (m, 2H), 8.32 (m, IH), 4.02-4.14 (m, 2H), 6.91 (d, IH, J = 8.4 Hz), 7.94 

(d, IH, J = 9.0 Hz), 8.04 (d-d, IH, J = 2.1 Hz, 9.0 Hz), 8.60 (s, IH), 9.76 (brs, IH). 
I a — 2 4 2 
mp 250-252 "C 

10 iH-NMR (DMSO) 8 ppm: 1.24 (s, 9H), 1.27 (s, 9H), 1.24-1.54 (m, 4H), 1.76- 
1.88 (m, 2H), 1.90-2.01 (m, 2H), 2.21 (m, IH), 3.05 (m, IH), 6.79 (d, IH, J = 8.7 
Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.72 (brs, IH). 
136-0290 
mp 250-252 

15 iH-NMR (DMSO) 8 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.28 (s, 9H), 1.35-1.52 (m, 
2H), 1.78-1.92 (m, 2H), 2.20 (s, 3H), 2.81-2.96 (m, 2H), 3.33 (m, IH), 3.96-4.16 
(m, 3H), 6.92 (d, IH, J = 8.7 Hz), 7.27 (d, IH, J = 8.1 Hz), 7.60 (m, IH), 7.66 (m, 
IH), 8.06 (d, IH, J = 7.8 Hz), 8.14 (brs, IH). 
I a — 2 4 4 

20 mp 211-213 "C 

iH-NMR (DMSO) 6 ppm: 1.29 (s, 9H), 1.35-1.52 (m, 2H), 1.81-1.93 (m, 2H), 
2.83-2.97 (m, 2H), 3.32 (m, IH), 4.03-4.14 (m, .2H), 6.93 (d, IH, J = 8.7 Hz), 7.55 
(d-d, IH, J = 2.1 Hz, 9.0 Hz), 7.94 (d, IH, J = 9.0 Hz), 8.29 (d, IH, J = 1.8 Hz), 
8.78 (brs, IH), 9.19 (s, IH). 
25 I a - 2 4 5 

mp 196-197 "C 
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iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, IH), 3.05 (m, IH), 3.73 (m, 4h), 4.99 (s, IH), 6.79 (d, IH, J=8.7), 7.13 (d, IH, 
J=6.8), 7.22 (t, IH, J=6.8), 7.49 (d, IH, J=6.8), 7.72 (s, IH), 9.78 (s, IH). 
I a - 2 4 6 

5 mp 242-244 °C 

IH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.65 (m, 4H), 1.8-2.0 
(m, 4H), 2.23 (m, IH), 2.71 (m, IH), 3.06 (m, IH), 3.43 (m, 2H), 3.93 (m, 2H), 
6.79 (d, IH, J=8.7), 6.91 (d, IH, J=8.7), 7.20 (t, IH, J=7.5), 7.40 (d, IH, J=7.5), 
7.53 (s, IH), 9.76 (s, IH). 
10 I a - 2 4 7 
mp 242-245°C 

iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, IH), 3.05 (m, IH), 3.74 (m, 4H), 4.94 (brs, IH), 6.79 (d, Ih, J=8.7), 7.38 (d, 
IH, J=8.7), 7.52 (d, IH, J=8.7), 9.76 (s, IH). 
15 I a - 2 4 8 

mp 272-274 °C 

IH-NMR (CDCI3) S ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.62 (m, 4H), 1.8-2.0 ' 

(m, 4H), 2.22 (m, IH), 2.68 (m, IH), 3.05 (m, IH), 3.41 (m, 2H), 3.92 (m, 2H), 
6.79 (d, IH, J=9.0), 7.15 (d, 2H, J=8.7), 7.50 (d, 2H, J=8.7), 9.73(s, IH). 
20 I a - 2 4 9 mp 174-176 °C 

I a - 2 5 0 mp 255-257 °C 

I a - 2 5 2 mp 249-251 °C 

I a - 2 5 3 mp .120-121 °C 

I a - 2 5 4 mp 236-237 °C 
25 I a - 2 5 5 mp 172-174 °C 

I a - 2 5 6 mp 257-259 <>C 
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I a - 2 5 7 mp 179-180 "C 
I a - 2 5 8 mp 227-229 °C 
I a - 2 5 9 mp 135-136 ->C 

N P Y Y 5 ^^#i:(^*t-r S^^P'tt 
fc h NPY ¥5^^^^="— K-r -5 cDNAiB^'J ( W096/ 16542 fig) 



-i5'^— pMElSS (Takebe et al. Mol. Cell. Biol. 8, 8957) iJ' p — — ^ i/' b 
fCc iJ' — ^ LipofectAMINE^^ Gibco BRL ^±) 

^ ^ -f*: ^ ^ ^ ^ iNB as ^ # fc o 

10 NPY Y5 ^ -^^fc CHO UUii^ h MM UfdM^^p^p ^ x 5 'fli 

#5 ^t>' 30,000 cpm (D[l25i]^:7°^? K YY (llii^ 60 pM : T — V -y A ^hi^) 
i i hiC.T ^y±4mWjm(0.1% ^Skmr^l^y^ ^^^^tS' 20 mM HEPES-Hanks 
pH 7.4) pfC. 25°C, 2 B^P^-f :/=3f.^-<— 3 U7t=^. 1% 4f y m ^ 
5 i^^a;aU:fc^v;^:7^'/U^'— GF/C (crMig b:feo 50 mM Tris-HCl 

**fCo 200 nM -<^i?-r F YY ^iSTT-aU^ it#m6^^:^^? 

- ^}^ YYB'^\^Mir^^mt.^^(O50%mm^& actom) ^ * it) yt [inui, a. et 

al. Endocrinology 131, 2090-2096 (1992) fe* ^ S 1 ^3 i t>*^ 2 {d ;^-r „ 

^^mi^^^^t-^i^i^. NPY Y5 S:^#:}c>:^-r 5^:^^? K YY (NPY <t IH^ 
20 «fe») (ZJife-g-^IJa* bfCo SiPib^^it^l^U. NPY Y5 S^^^{-*J- UT^fPtt*:^ 
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«J 2 CHO j^P) Jia is ft 5 cAMP ^ ^jq] fij ft ^ 
fc h NFYY5^mi$^^^^^'^ti CnomS^^t. 2.5niM -r y ^/w^f- 
^9^^ (SIGMA th) #^iT-C37°C. 20 ^JJ-P^-Y ^ ^ a ^ bfc^, :*:^B^ 
iC'^S'fb-^ife^SsJn U 5 ^P^-r ^=¥^-<— iXa ^ ^oom 50 nM NPYSt>^ 10 
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INTERNATIONAL SEARCH REPORT 



International application No, 

PCT/JPOO/08197 



Box I Observations where certain claims were found unsearchable (Continuation of item 1 of first sheet) 

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 



1. ^ Claims Nos.: 7,8 

because they relate to subject matter not required to be searched by this Authority, namely: 

Claims 7 and 8 pertain to methods for treatment of the human body by therapy 
and thus relate to a subject matter which this International Searching Authority 
is not required, under the provisions of Article 17(2) (a) (i) of the PCT and Rule 
39.1 (iv) of the Regulations under the PCT, to search. 

2. Claims Nos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, speciOcally: 



3. I I Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 

Box II Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 
This International Searching Authority found multiple inventions in this international application, as follows: 
(See extra sheet.) 



1 . \^ As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 
claims. 



2. ^ As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 

of any additional fee. 

3. 1^ As only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. No required additional search fees were timely paid by the applicant. Consequently, this international 

search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest The additional search fees were accompanied by the applicanf s protest. 

I I No protest accompanied the payment of additional search fees. 
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Continuation of Box No. II of continuation of first sheet (1) 

The inventions as set forth in claims 1 tolO relate toNPYYB receptor antagonists 
which contain compounds represented by the formula (I) given in claim 1, prodrugs 
thereof, pharmaceutically acceptable salts thereof or solvates of the same. 
The inventions as set forth in claims 11 and 12, 13 to 16, 17 and 18 and 19 

relate to specific compounds each having a fundamental structure similar to the 
compounds represented by the formula (1) as described above, prodrugs thereof, 
pharmaceutically acceptable salts thereof or solvates of the same per se . The 
invention as set froth in claim20 relates to medicinal compositions for unspecified 
purposes which contain the ingredient as described in any of the claims 11 to 
19. 

It is understood that the compounds as set forth in claims 11 and 12, 13 
to 16, 17 and 18 and 19 each falls within the category of the compounds represented 
by the formula given in claim 1. By taking the results of the prior art search 
into consideration, it is recognized that the descriptions of claims 1 to 10 
involve two inventive concepts, i.e., "invention of medicinal use of novel 
compound" and "invention of novel medicinal use of publicly known compound" . 
Such being the case, the inventions as set forth in claims 1 to 10, the inventions 
as set forth in claims 11 and 12, 13 to 16, 17, 18 and 19, and the invention 
as set forth in claim 20 are not considered as relating to a group of inventions 
so linked as to form a single general inventive concept. 



Continuation of A CLASSIFICATION OF SUBJECT MATTER (IPC) 

Int.Cl^ A61K31/18, 31/5375, 31/381, 31/343, 31/445, 31/4035, 31/472, 31/4164, 
31/36, 31/505, 31/37, 31/40, 31/415, 31/433, 31/495, 31/426, 31/4409, 31/428, 
31/343, 31/47, 31/423, 31/421, 31/42, 31/416, 31/5377, 31/506, 31/454, 31/4525, 
31/4535, 31/453, 31/357, 31/353, 31/351, 31/216, 31/27, 31/275, 31/196 
A61P43/00, 3/04, 

C07D265/30, 333/38, 307/68, 211/58, 209/48, 209/88, 211/62, 211/70, 217/40, 
207/335, 233/68, 317/66, 211/26, 239/42, 311/18, 207/14, 209/08,231/12,207/16, 
285/06, 257/04, 277/46, 295/12, 207/12, 213/40, 277/72, 307/91, 215/38, 263/56, 
263/32, 261/08, 231/56, 33/54, 333/20, 413/04, 413/12, 401/12, 409/12, 405/12, 
417/12, 215/36, 319/18, 285/12, 311/58, 309/12, 309/10, 309/04, 309/06, 285/14, 
C07C311/06, 311/07, 311/08, 311/09, 311/42, 311/46 

Continuation of B FIELDS SEARCHED (IPC) 

Int.Cl'^ A61K31/18, 31/5375, 31/381, 31/343, 31/445, 31/4035, 31/472, 

31/4164, 31/36, 31/505, 31/37, 31/40, 31/415, 31/433, 31/495, 31/426, 31/4409, 
31/428, 31/343, 31/47, 31/423, 31/421, 31/42, 31/416, 31/5377, 31/506, 31/454, 
31/4525, 31/4535, 31/453, 31/357, 31/353, 31/351, 31/216, 31/27, 31/275, 31/196 
A61P43/00, 3/04, 

C07D265/30, 333/38, 307/68, 211/58, 209/48, 209/88, 211/62, 211/70, 217/40, 
207/335, 233/68, 317/66, 211/26, 239/42, 311/18, 207/14, 209/08,231/12,207/16, 
285/06, 257/04, 277/46, 295/12, 207/12, 213/40, 277/72, 307/91, 215/38, 263/56, 
263/32, 261/08, 231/56, 33/54, 333/20, 413/04, 413/12, 401/12, 409/12, 405/12, 
417/12, 215/36, 319/18, 285/12, 311/58, 309/12, 309/10, 309/04, 309/06, 285/14, 
C07C311/06, 311/07, 311/08, 311/09, 311/42, 311/46 
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wo, 01/02379, Al (SYNAPTIC PHARMA CORP. ) 11. 1^ . 2001 (11. 01. 01) 

& Database CAPLUS on STN, AMERICAN CHEMICAL SOCIETY (ACS), 

(Columbus, OH, USA), AN. 2001:31483 

especially compounds of RN: 319495-03-9, 319495-07-3 
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WO, 00/63171, AKMEIJI SEIKA KAISHA LTD.) 

26. 10^ . 2000(26. 10. 00), (:7 r ^ U — b) 

& Database CAPLUS on STN, AMERICAN CHEMICAL SOCIETY (ACS), 

(Columbus, OH, USA), DN. 133:309842 

especially compounds of RN: 302555-53-9, 302555-54-0, 

302555-57-3, 302555-58-4, 302555-59-5, 302555-61-9 

EP, 1010691, A2 (ADIR ET COMPAGNIE) 21. 6.^ . 2000 (21. 06. 00) 
& JP, 2000-178240, A & US, 6172108, A 

WO. 99/32466, Al (NOVARTIS-ERFINDUNGEN VERWALTUNGSGESELLSCHAFT 
M. B. H) 01. 7M . 1999 (01. 07. 99) , (:7 r ^ y —ti: b) 

WO, 97/20820, Al (NOVARTIS AG) 12. 6M . 1997 (12. 06. 97) 

WO. 97/20821, Al (NOVARTIS AG) 12. 6^ . 1997 (12. 06! 97) 

WO, 97/20823, Al (NOVARTIS AG) 12. 6^ . 1997 (12. 06. 97) 

EP, 148725. Al (SHIONOGI and CO. LTD. ) 17. 7M . 1985 (17. 07. 85) 
& GB, 2152033, A & US, 4595780, A 

JP. 59-16871, A mmmMM^^^^t) 28. 1.^ . 1984(28. 01. 84) 
(^T 5 y-^cSb) 

& Database CAPLUS on STN, AMERICAN CHEMICAL SOCIETY (ACS), 
(Columbus, OH, USA), DN. 100 : 209423 
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fix WiSft'i 
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□ ii*Pfi2E^^i|£f<Oifift#i:*ic:tbffiA*^feM«*l£-C;is/j;*»ofco 
^^PCT/ I SA/'2 1 0 v'cDi^ (1) ) (1 9 98^7^) 
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[^mJP*^ PCT/J PO 0/0 8 1 9 7 
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I Int. cr A61K31/18, 31/5375. 31/381, 31/343, 31/445, 31/4035, 31/472. 31/4164. 31/36. 31/505. 

31/37, 31/40, 31/415, 31/433, 31/405. 31/426, 31/4409, 31/428, 31/343, 31/47, 31/423, 31/421, 3 
d/42, 31/416, 31/5377, 31/506, 31/454, 31/4525, 31/4535, 31/^53, 31/357, 31/353, 31/351, 31/21 

6, 31/27, 31/275, 31/196, 

A61P43/00, 3/04, 

C07D265/30, 333/38, 307/68, 211/58, 209/48, 209/88, 211/62, 211/70, 217/40. 207/335, 233/68, 3 
17/66. 211/26, 239/42, 311/18, 207/14. 209/08, 231/12,^/16, 285/06. 257/04. 277/46. 295/12, 
207/12, 213/40,1277/72, 307/91, 215/38, 263/56, 263/32, 261/08, 231/56,133/54, 333/20, 413/04, 
413/12. 401/12. 409/12, 405/12,/417/12, 215/36, 319/18, 285/12, 311/58, 309/12, 309/10, 309/0 
4,309/06,285/14, 
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207/12, 213/40, 277/72, 307/91, 215/38, 263/56, 263/32. 261/08, 231/56, 33/54, 333/20, 413/04, 
413/12. 401/12. 409/12, 405/12, 417/12, 215/36, 319/18, 285/12, 311/58, 309/12, 309/10, 309/0 
4, 309/06, 285/14, 

C07C311/06, 311/07, 311/08. 311/09, 311/42, 311/46 
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